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(57) Abstract: An isoxazoline derivative which is represented by the general formula: [TJ wherein R 1 and R 2 represent an alkyl 
group and may be the same or different, R 3 , K\ R 5 and R 6 represent a hydrogen atom, Y represents an aromatic heterocyclic group or 
aromatic condensed heterocyclic group which has a heteroatom selected from among a nitrogen atom, an oxygen atom and a sulfur 
atom, has five or six members, and may be substituted, and n represents an integer of 0 to 2. The isoxazoline derivative exhibits 
excellent herbicidal effect and selectivity between a crop and a weed. 
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w m m 

>f y^-^y y ^i§^#»^te&;fri-$ - 1 r*. #j?t#, ^^8-22558 

^^9-328477#^#2fcTJ ? 4^gi s l z 9-328483■^r^t^:^$tt-CV^So 

( 1 ) HSsfc [i] Sr^rt-a-r y^f-y y ^^#xi*^ms±fe$£*b5t£ : 
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[i] 



R'&tfR 2 ^ to—Xti&ftvXs >fc#J!^ C1~C10T/^VS, C3~C8 
fZR 1 1 R 2 fc ^ftfe Ufc^mH^ t Lfc C3-C7 

10 &*JR^fc#fc#jfcLfcC3~C7©;*tfnat«:^U HKR'v R\ RWR 4 (t 
R 5 £.tfR 6 |:i, ^-XteUgftoT, **JR-T-XttCl~C10T/VdfA«*^U. 

T/v^jvmt* J ^ J WtSXTfrdtAAkh V7;V*;V7 5 J 2 

^LTl~4^©^nyy^-eg^^tT/-C%«fcV^5~8M^Sr^$^TV> 




PCT/JP02/0101S 



at, C3-C8'V^n7M/HS^ Cl-ClOT/t^drv^ «l«ig¥ y £ 9 MJR £ 

C3~C8i/^ D7;V^^r^ C3~C8v'iJ' nT/^df/l-'Cl~C3T/P'^r/^ 

a^§tl/fcCl~C10T/W=ar^5 : -^-^ Cl~C4^o7^df;WS, C2~C6T 
/V£-;=vVg % C2~C6T/V^^/^ :3 f-v'S. C2~C6TA-=¥=:A^ % C2~C67W 

ffiftog-e^ y £ nfc c i~ c iotvi^/i^/v^ ^ — /t-^ c i~ c iot/i^/v 
^^sm^/^ t^£n 7 «fc vm$i£tiz>&n<D&-?*rym8i:£titcci~cioT 

^ttSttSOS-t?^y«^^tbfcCl~C10T/V^/^/^-^^- :3 f-^. C1~C 
15 4/M3T/Vdr/V^/W/}N^/V^ % Cl—ClOT/^^/V-X/V^^/^^r^S, C1~C4 

20 /vS> & $ tu-C v n-c t> £ v n -y ^ >vfc ^yv^s £ ivc v t> <fc v 

/i^S. C1~C4ap 7;>dr/^^#=;i/S > g^ti/CV^-Ck J:V^^i?/^/vaK 

Wfe£jh/cwct> £v^vyVA-S. */^^^ ci~ciot/v= 

25 TV^t^ iVN-7^7 :XT/£> (^SO^iS 
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5 X»S*ot, Cl~C107/MrAg, ffi^ftT^T^J;^^/^ C1~C 

io v\ ) 

SftTtxfcW) N C1~C10T/V3=¥v / Ss Cl~C10TA^rA^Ss C1~C10 

C1~C6T5^/V^ ci~C4/^PT/V^/V^/V^— /Vg, Cl~C10TA^rA^./v 
ci~C4/M3T;V^r/V7.;V*=AS-CSIfe^HXV^ 1 b iV^ s 

TV^tfei^) > Cl~C6TiX/VS, C1~C4^PT;V : ¥/V^/V^/VS % Cl~ 

ci~c 10X^3^^*^=^ W^jhw-cfciv^^A-lK 
25 H-xttiiftot, ci-cioTA*/v«*eflHftSffCv^-C'bJ;v\ ) 
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( 2 ) 0 > ~ 6 ffi <D Xtt&iMtt 3 S-CflBft £ tbX V NX t> <fc a 

S^^ST^e/g^^ttfcCl^ClOT/V^/vS, Cl~C4/ND7;V^f^S, C3 
~C8^nT^/VS N Cl~C10T/V3=^i/£, HifcaEPy *L5ffift 

~C8iX^ pT^W^Sn C3~C8^i=T/l' ! ¥/l'Cl~C3T/Vdr/l'^-#^ 

C2~C6T/V^— A'^-^^'3£s C2~C677l"¥=/l'2£v C2~C6T/Vdr=Vl' 
10 C 1~ C lOT/V^/W*/^— A'Sx C 1~ C4^n o y j>v^-jVX;V^=^/V^ 

m.^nx^x^^7^;v^ mte£fox\,^xh £^7~;*~>m. s&£*u 

X V >X £ I o fgtfe $ tit V n-C % £ V ^##^7" a gjt^;*- 

15 foi^;l/*=;vS, Cl~C6T~>vV^ Cl~C4^nT/V^V#/l'/}?;=^vK> S 
#/V3tf^i/W£ s Cl~C10T/V=i^^/^=./V^ N v-T/S> ^/W^-f/vS 

Xfi^^o r , c i~c ior/i^/vg:smg&£ tuxi vx 
20 n^tei^-om^&ox^ ci-ciot/^/vs, sm^tbxvNxtctvN^^^v 

R^^ttXVNX^^V^vy-ry^ Cl—CIOT/Vdr 
^/V^/V^/l^Xttttgl £ tUX V ^ «fc V n y * =/V^;l/*=:;I/S-Ct^ * *UX 
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;\,*s ^jum, T^MSk b*S 7fls*;\>7 % J 2£XttTA'* A'S b ^T/l^A-T ^ 

ftaiK wP^tfrf-y Cl~C107A-3rA'S, Cl~Cir*v7A*A&* C1~C 
10T/V=^r^Cl~C3T/^/V^ C3~C8^ o7;V^/H flRSJi^P£ , >'JK 

TA'="*5'3k C3~C8^n7/V*/l'Cl~C37/V*/K^S<'g, 
10 Xh£^?^S**sM, C1~C10T/W^/V^^ C1~C10T^/VX/Vj}>=;P 

cio7A'*ji<mxU&£inx^xh£^) x-hz (2) fc&«©-f y**rwy > 



15 (4) R'XtCRV, m-X\*gteiX*3 L /vm%V<\$^3-/V^ R\ R\ R s 
fctfRW**!*^*)* (1) > (2) Xit (3) ©V^^telBft©^ 

(5) Y#, ^Ii^tm^^<};!3«^^5ftS©^7 i nJi^lr 
^-t-S5M^46m^^#^rn^SX*&5 (1) . (2), (3)Xfi(4) 

(6) y#, bT^yp^ -^y^f-yy/v^ ^yf7/!)^ 
tr y ^/PKxritr y s: ^-/wg-cfcs ( 5 ) iobimh y 9 ^sgte 

25 y-3->r/vsx»k°y $*jy-6-'<A&r&>& (6) tw©-<y^f-yy 
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(8) YAK ^y^-3—C^MX\ «jU£»o ^^ai^ai© 2 2atf4-ffi 

(7) te&to<D<{y**wv>mmfc> 

(9) \f=yy—^-4-4^X\ l»a#1^7^ /V%<D3RTfi5ifc 
5 fc> 35fc 1 <fefc**JB^ Cl~C10T/V3rA^ gglSSM £ 9 5IiR£*L5&# 

<7)S-e i t/*^$tb7c:Cl~C10T7W^r>'VS. Cl~C4Anr^^I, C3~C8 
->^t3T/V^V^s C2~C6TA~7-— A^ C2~C6T^=¥=WSx C1~C10T 

V& S ftT t> J; v*-< /vstfn/i^ g& $ fr-c wcbiv^vy-f /Vg, 

Cl^ClOT/V^^r iob ggl $ tVC VXtiV^y Ac*- =^ 
15 ~A-g % g^frTV^^iV^^/^^/V^A^ ^/W^^f/V-S (gE^tf) 

fc*JW-?-ttiai--Xtt#W;o-c^ ci~cioTA^A^:£teg&£;ftTv^t> £v>:7 

"C, Cl~C10TA'3rA'g N g&£tl/'CV v C 1 b<fcV^;c~A^ N 7'>/H, C1~C 

TA^a^a^-a^ g&$ft-cv^ J: v^^A-^Atfc^AgXKig&^tt 
WTt>£^y^=A;*A'*=ASXg&£frTV^&«fcv>) asg&Lfc (7) 

(10) tf^y-A—5-f /VST?, fi^l«^e7/-;WS©4tt^ 
25 3E^l{fc^7k^Jl^ Cl~C10TA=3rA^ g&SS*|3<£«9 51#l£n5ffittf>S 
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■? s e/M&£tlfcCl~C10T/l'*/l'&, Cl~ 04^*7/1^/1^ C3~C8v^ 
P7;^/l-I % C2~C6TAfr-/^ C2~C677l'3r=/I'g N C1~C107/^ 
jv^jvy 4 C 1- C 107 ;v*;vx/vfr~;vm, ff Y J: *? MR £ frZ 

ftjt©£"^ y fotc C 1~ C K^/v^/^/^^/v^ C 1~C4^ n 7/v* 
5 /V*/V*~/V£, E^ft-ovrkiv^^/i^ ff^ft-cwtkctv^TO 
^fn|S, tt&£ftWTfc£^7a~/v*/V7ft=/v£, tt&^ti/twci 
ff^7ci^/v*^;vS, 7V;vl, Cl~C4^n7/v= 3 r/v#;i'ij?=/v^ ^ 
& & ihX v *t J; v ^Wfr-ft /v#~/i^ g& $ fix v vr J: v v<j/ y >f 
C 1~C dr^/Wtf^/Vg, W &*vt v vc % J: V S^/Wsj? 

mmmwtm— x&&ft ox s c i ~ c lor^^jExttflHft s *vc wr t> j: i ^ 7 

T N Cl~C10T/V^r/^s WfeSfirCVvCfc £^7:^/1^ 7v7i-g, C1~C 

15 &tix\*xi>£ii^y s /'(A'&s ci~c 107/1^ A'*/*'^/^ ci~c4/m* 

7/l^AX/M^/V^ MftSJlTWC J;V^<>'S?A'^4'*^A«XI±Mft**L 
"CV' v "C , b<fcV* v 7:c =/W*/P*=A£-T?gtfe£ tlTt ^"Ct>«kV^) fi& t ( 7 ) 

20 n<o 3 5 i>t. ( 7 ) y y yRSM*. 

(12) yf7/^-4-^;vix% ftm»a^y^Ty f -/i^o 
3&&tf5&(cg&ut (7) Bfto^yd-^/yMR^fls, 

KW& tfc ( 7 ) flBU©>f y^f-y* y ^#ft 0 

25 (14) Yi)K t°y 5 5?V- 5 — f ;l<mx\ iW^tf!) 5 S?y»©44fc&tf 
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(15) n^2T'fe-5 (1) ~ (14) ^-ffttf^fBii©^ VJr^V V 

fro 

(16) n^iTfcs (i) ~ (14) ^>v^tb/&^ciatt^-f y^if-yy zs&m> 

5 ft„ 

(17) n^oi?fcs (i) ~ (14) (D^TnM^.^M<D^ y^-t^v^mm 
(is) (i) ~ (i 7) (D^tiMzmML^ y**y-v*}) >-mm&x.temm±i 

Cl~C10^tf>*fBte, ^(DW&x*fe^tb\z.m<WWkW;<DMm%kfrs i~io-e 

ci—cioT/^^mt mzmMvtt^m k> ^ i ~ i o <dwmji& 

^p^H, n-^f/^ -ry^/^S. sec-y^W-Ss tert-y r ^yl'S. n 
3, ^^v^ak Xttt ^ 5 i i 

20 C3~C8^y p T/V^V^i: »U ft*** 8 3 ~ 8 tf)^ taT/l^/VS^ U M 

C3~C8Vy n r/V^/VCl~C3T/V^/vS (f£gf3^tty^]f ^XttTVV^VV 
25 W>^ 1 ~ 4 X C 1~ C 3T/V^/VS-C«^ £ frT £ V > C 3~ C 8 n T/^/W 
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Be £ £>11&£;h,fcCl~C37/V*/V££^U 0»J;U2^ pt'p tW^^/v^ 
1-^ a^n tr/Vcnf-;vS x 2 n-fu id/Vzcf-jv^ l-i/^ p7°p \£)V? 
p t p /VS > if If 3 - p t°p t°/V7°ct tfA^t, S'* 

5 ^ p t°p tr/M ^vvg, 2 , 2 n p i/? n 7°u ?vi^ 2 - 7 ivir 
xi p -fn 2,2- v^/V;*- p *y# p 7°v bW^ fvi^ 2-9- 

fyv>>^ p :/p t°;M 5vV^ v 2,2-5^ ?fr*s9 n 7n tf/M XJ± 2 

- ^ f-f^/9 p :/p tr^^/uW Srtfetf 5 £ t 5„ 
C3~C8i^ p T7^/VCl~C3T/V^r/VSi: tt % ^Hlftf* 3 ~ 8 <Z>^ p T/W 
10 0 S&S ii*J8IHR 1 ~ 3 omMtS U fclTttf^ p ^ p fcVv 

l-i/^n^nlf;Hf;wS, 2 -5^ P7"p fcT/Voc^vVfi, l-*s9 
p ^"p If ;V>^p tWSs 2 - V* p 7°p tVK/p tr 3 - i/9 n7°xi }f;Vfn 
tVvg, ^^p^/M^/va> is?vs<y^/vt^/um, Xtei'9xi^i//v* 

15 Cl~C4/NPT/^7^i«> #|C|RJfeUfcV^IR»K R-XH*ftoT, ap^ 
J"J5C* 1-9 1 ~ 4 ott^Xtt^«0OT/v=ar;vg^ 

f-A*, h y ^/l^P^/Vg, 2, 2 -^7/^Pai^/^ N 2, 2, 2 - YD 7 

)Virxx^)vm, Xft-<y 9 y/v-tu^jvWgzmtfZ £. £ 5 0 
20 02-06771^--^^ 2-6 ©B3KXfi^tt|ilor^=yP5£«r 

»U MK-fi^r^S, 2-7°p^/vS > ^y7°P^^ 

g % l-^-A*, 2-^r=^S, 3-:/x~/i^ 3C(i2 — •i/ J r=-fl'£$ 

c2~c6T/i'*-»mb^ ^» 2- 6 <Dw.mx\*&mm<DT/i>*-ji>mz 

25 ^ U flfl&tf ^^/l*. 2-7x1 t'=.;um. 'l-t 5vt/- 2-^X1 2 
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f^W* 1~4 -?g& £ 3 ^^^^ 2~6 (Di£0X«^^^T/l-^=/U 

5 f!lt«3 - ^ o a - 2 -T'n^/vS, XH:2-^db-2-^d^= 

A4Eff&lttf 5 £ t So 

v-£ N tert-y h^i/S. n-^h^^S s sec-:/ h X^V^h^v' 

io m&&mifzz.b&-ezz>o 

2, 2-^/V^-t3m h^>-^ Xtt2, 2, 2- MJ h^S^i^f 
5 3. 

15 C3~C8^ d T^^V^^i^ t Us a T/W=Sf/^§j5^5_h|B<D#^-efea 

C3~C8->^ d.T/W'=3r/V'Cl~C3T/Wdr/V^-^v'S^ fr. 5^ d T/V^r/VT/l"* 
b =*r v^, 1 -i y^ o fcT/l^n ixg % 2 - o 7n Tj^r 
25 C2~C6T/^^=/^^v'SS:T7C2~C6T/V^=^^-yS<b(i> TAstr—iV 
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C1~C10T^/V'^^ C^ClOT^/W^/V-^-f ~A'g#.tJ ? Cl~C10T 
(7 Ao**) - S O -S. (T/V^/V) - S 0-m%& U m*.t£* fA^*& 

15 ^SXfiiW^^vt^ ^afi***rf * £ b 5. 

C 1~ C 10T/V3 dr £ fi> *^gB#2 s ±iBtf>i§c$fe-cfc5 (7 

20 C 1~ C67 vVVg t fi, 1 ~ 6 ©OiKtt^l^tt©JBJ»KT^I^** 

Cl~C10TVA'^^atiri, T^HB5^±BoSt!*T?fc5 (7^/v) -O 

25 Xtttr^BW/v^^S^^tfSit^ts, 
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C 1~ C 4^ p TJV^rJ^iJ Astf—A"^ C 1~ C4^ u T )V^r As? t^C 1~ C 4 

3rA-) -CO -S. Co b T/V-^r/l^) - S -M, (✓> b T/l'^Vl') - S 0 2 -g£ 
*i*U flU*.!*^ b b T-fe-^/i^S^ h y y/l/^n/a If 

C 1 ~ C 4xn n T^V^/^^ /W^^W^-^ S^S^ TJ 8 C 1~C4^ b TVi'S^W* -/Vafr = 
/P^-^r ^ a TJV^JVX frtf—A'&ftRTf^ ci T/V^/V^^^^/l^^-^s 
10 _blStf>SBfc-Cfc£ (/nu r^^r/V^/VTj?— /V) -o— (ah7;^;vx;v*= 
/V) -O-m&mV, ^Jxfi^crciT'tr^/V^v/^ bp7;wtn7tf/vt= 3 r 

15 flt& («m^nrv^^<J:v^ 7i;^>S, fltafcSJvcv^fcivO 5§=»i 
t> J: vO ^#^^7- b (1K& * JVC v , »Xt>«J:V , >) ^^^/v;* /wrfc —sum. 

mWk^tlX^Xh <tV % ) 7s=/^^*=^^^ (Blfe^tVCV^-Cfc «fcV\) 

Tfc J:v>) ^vyv^;*-^^ (flHfeSavcwcfcJ:^) 

TWCt>J:V\| flitff^n^JJK^s C1~C10T/V^S> C1~C4/nb 

25 T>V*As^ Cl~C10T/V3^-i/T/V=¥7VS % Cl^ClOT/Vndfi/g, C1~C 
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T, Cl~C10T/V^ST?*^^tlTVNT%j;VN) , ~ hng, 
S^M^ttHI— XtWioT, Cl-CIOT/V*/!^ C1~C67^I, CI 
~C4/NPT>'V'^#/loitf=/i^ Cl~C10T/^/VX;V*:^VS, XttCl~C4 

^v^m, ^-/v^ ifny^s, fyyyVg, -fy3rU-yy>g, <<v^-t 
y y a-*-?-/ y y y w s *v y ^ f y s^s, y ^ 
v?=/va, t-y^^^a, hvr^=.jvm, hVT-Jv^m. 

=¥-y-^r y y a-sxjs^t s?r y y w 5 £ £ -5, 

^r>-Ky/vs> ^y^-y-yy^x, -^yf-ryyyvs, -o-y^ ^ 
y y a* v y *f-y y y ^7 y y w y^y y ^ak 

*/yA-g> -fy^r/y/vSs ^yy=/v 
y =^sx»-<yy h y ryy^ssrws^iis-ets. 
(WfcSai-cwtfcJ:^) »fofI, (it&$*vcvvct> M 

^® : ?S.t^mi : -^feftt»-^$^5-.7 i nJi^ £ 1 ~ 3ft^1-5 5-6 
M©*tr*U ^Jxi^yy/* f«/i^fi % lfpy;vS, MJVVA^ 4V* 

f-y y y ^ry y **f-y y /vg N f-ry y >r s^y y 
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t°y ^/vS. t° V tfy^^/v-S, fyv^/vS, hP7^;H, 

h y ry y /vs. t^t^ry y ;HxiifT^7y y /vg^ifs ^ £ 5„ 

y !>a^ot/^ y ^JR^v^f^^v!>Ax^**/^v'^A^oT/^ y ± 
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5 £teJ;oTtt9^;fr/W8£3W CfK*.tfo^y y hOfllft*) : CH 2 (OH) S O z 
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10 EJ&fcffcSftSWfc!©*^ HRsfc CI] T?*$ttS<b^l^S^UT, - 

AgsS [2] -c^$tb5-fb^x^— *8:5£ [4] x-mtsfiz><k&Wi*i~3%&. S: 
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15 tflsikmtimM, N, N-v^ *v*T1r h75 >\ N, N-S?;* 5 K 
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15 B#IW-CS>5.. 

KJ«:K:«**b*»WI«>*tt, — «5* C5] -«$jh,Sfc#*b l at^L-OWIi 
(IS 5) 



WO 02/062770 PCT/JP02/01015 

160 



~2 4R#ra-Cfc5 0 
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Chem. , 65, 4618 (2000) fcHB$££Ssfc:2p DT , [26] £ ^ If V 
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[29] m [31] 
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5 »H«^WTfcJ:V^2'^/l<***U -L l »3yMay^JR^ C1-C4 

10 BUtSfeft?-. «^«CHF^©*frJ*il0llJR^XB:**JBC^F«r*L, CH 2 CF 3 

-Jttsfc [3 1] -CSeStbS^tttt, fl^* C2 9] hft&m [3 0] 

15 £<DRJEr±»tt. ®SfilO~12 0fC10^2 4^% 

K*S:fc**n*W3W©*W:. [2 9] lSS*te#UTfl*fr* [3 0] r±l 

20 xtt**firf- b y ? a^tw* y &jK**ft«K b y t h-xte-r h y 

25 3c^©^»i^b7k*a& ^If^f*^*^©^*^^^*^ h 
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f-W/Vib^y KX**^^*7 >#©fltJtfl5^*% T-t N = h y F !> 

5 -j&5£[4], [17], [18], [19], [20], [22], [23], 
[2 6] , [2 9] X\* [3 1] X*m£ft5{k&y>)t¥, -jt3!5£[3 4] xmtSflZ 
ft^fi, UTojrmz J: «? ^iti-S £ t &X% Z> 0 



n7;v^ T/i-^A'X, 7^~^», T;V*;V*;V7j-;V^ 7)^*^ 

titer jv^/vK/v-fo-fr^ /npt^^/^/v*=/v-£, E^^tirv^x^iv^ 

20 /^-f;vs (MmtDgmm^m-xtegKix, 7/^^mxitm^tix^x 

ftz>&xm:is]nx^xh&\ ) 
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[34] -em£tiz>4b&m&, it&® [3 2] tK&m [33] t*&m 

^(DRl&temft, K^^0~1 2 0°CT?1 0^-~2 4R#^KJ^fT5o KJ&^ 
$^6^JO*{^^tlC3 2] 1 ^*^UT^^C3 3] ftl~20Si, 

tSMI^ttlt [2 9] fat>-1®& C3 1] O^itt^ 

Yl£ M) ^ ^S^^At^Mi bTT, J.Chem. Soc. Perkin 

Trans. 1,8, 2293-2299 (1990), J. Fluorine Chem., 50(3), 411-426 (1990), 

10 J. Chem. Soc. Chem. Commun. , 18, 1389-1391 (1993) , J. Chem. Soc. Chem. Commun. , 
1, 53-54 (1992), Chem . Lett. , 1719-1720 (1981), Chem. Pharm. Bull., 38(9), 
2446-2458 (1990) , J. Chem. Soc. Perkin Trans. 1, 921-926 (1988) , Heterocycles, 
37(2), 775-782 (1994), Tetrahedron Lett. , 30(16), 2133-2136 (1989), J. Chem. 
Soc. Perkin Trans. 1, 2755-2761 (1980), Heterocycles, 22(1), 117-124 (1984). 

15 Eur. J. Med. Chem. Chim. Ther. , 24, 249-258 (1989). Acta Chem. Scand. Ser. 
B, 38(6), 505-508 (1984), J. Fluorine Chem. , 21, 495-514 (1982), J. Chem. Soc. 
Chem. Commun., 10, 638-639 (1988), J. Fluorine Chem. , 67 (1) , 5-6 (1994), J. 
Heterocycl. Chem., 31(6), 1413-1416 (1994), Chem. Heterocycl. Compd. , 30(5), 
576-578 (1994), J. Fluorine Chem. , 78 (2) , 177-182 (1996), J. Heterocycl. Chem., 

20 34(2), 551-556 (1997) , Tetrahedron, 55(52), 15067-15070 (1999), Synthesis, 
11, 932-933 (1980) izmM^feXtemKtcJjmm&mtf otl5 

X. C4] , [17], [18], [19], [20]. [2 1], [2 

2], [23], [24], [25], [26], [2 9] RT* [3 1] tt. 
Y&Z7 ]} 7Vg<A^teMethoden der Organischen Chemie, E6a, 16-185 (1994) . Y 

25 ^^=^-=^/V^<D^k fciMethoden der Organischen Chemie, E6 a , 186—555(1994) , 
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Y^tfD D /VgcD^&ftMethoden der Organischen Chemie, E6 a , 556-798(1994), 
Yd* 1°7 y 1) /Vg<£>^-a fcMethoden der Organischen Chemie, E8 b , 399- 
763 (1994) , 4#M¥2000-219679^a % YtU V V /WgO^&fSMethoden 

der Organischen Chemie, E8a, 45-225 (1993), Y#-f y^T^U 
5 Methoden der Organischen Chemie, E8a, 668- 798 (1993) , Ytfttt^/ V 

£i±Methoden der Organischen Chemie, E8a, 891-1019(1993), Yt^T^V^ 
O^HiMethoden der Organischen Chemie, E8b, 1-398 (1994), YiM $? S SV 
^SO#^f4Methoden der Organischen Chemie, E8 c , 1-215(1994), Y#\f]f& 
/^•^•^HiMethoden der Organischen Chemie, E7a, 286-686 (1992) , Y & tf V 

10 ^^c=-;vSCD#-^{iMethoden der Organischen Chemie, E9a, 557—682 (1997) , Y# 
t°U 5 ^/VSO^ftMethoden der Organischen Chemie, E9 b / 1 , 1- 
249(1998), Y^tfyi^— /vScO^-p (^Methoden der Organischen Chemie, E9b/ 
1,250-372(1998), Ytf h y 7 S^VX©#£ttMethoden der Organischen 
Chemie, E9c, 530 -796(1998) , Y# hi) T / JJ /^©^«Methoden der Or- 

15 ganischen Chemie, E8d, 305-405, 479-598 (1994) , YffittWT *S V *£<D 
#-£H*Methoden der Organischen Chemie, E8c, 397-818 (1994) , Yifif-7 i?T S V 
/VSO^-ftMethoden der Organischen Chemie, E8d, 59-304(1994), Y&^>y^/ 
7 y /VgCD^f^fiMethoden der Organischen Chemie, E6bl, 33 -216 (1994), 
#f^ttl^&M-&$RW0-1997/29105-§\ Yj^yy^=/l^0#a-fiiMethoden der 

20 Organischen Chemie E6bl, 217-322 (1994) , Y1M V K V /VStf^teMethoden 
der Organischen Chemie, E6bl, 546—848 (1994) , Methoden der Organischen 
Chemie, E6b2, 849-1336 (1994), ffl$tefrffl0&§8&&WO-1997/42188-Al^\ Y# 
•^^/^-df-f-y y /VS^^ItMethoden der Organischen Chemie, E8a, 1020-1194 
(1993), Y^^yf-ryy/V&W^teMethoden der Organischen Chemie, 

25 E8b, 865-1062 (1994), Y&^S *M % ]} ;v£0#^(*Methoden der Or- 
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ganischen Chemie, E8c, 216-391 (1994) y -Y V V 
Methoden der Organischen Chemie, E8a, 226—348 (1993). Yi£*<yS<< V^~T 
*/ V /V^O^^fiMethoden der Organischen Chemie, E8a, 799— 852 (1993), Y& 
4 Z/-?s? V /VS£>^a i*Methoden der Organischen Chemie, E8b, 764-864(1994) , 
5 YH^y V A'3s<Di&& teMethoden der Organischen Chemie, E7a, 290-570 (1991) „ 
Ylfi^V^c/ V /VgO^NHSMethoden der Organischen Chemie, E7a, 571 — 
758 (1991) „ Yj&*:7iJ-:7S*= /V£<7>^#- ^Methoden der Organischen Che- 
mie, E9a, 744— 789 (1997) „ Y^^r S * f - V =/l^<^-^fc3:Methoden der Or- 
ganischen Chemie, E9b/2, 93-265 (1998), Y&^-ry V =/l-S<Z>^H3:Methoden 
10 der Organischen Chemie, E9b/2, 1-192 (1998), Y&Z'Z' / V —fr&<DW&tX 
Methoden der Organischen Chemie, E9a, 683-743 (1997), X, Y#^/HJ7/ 
9 /VSO^-g-tiMethoden der Organischen Chemie, E8d, 406— 478 (1994) IB^O^jfe 

<§^&2> 



(5£4\ R\ R 2 .. R's R\ R*RX$R 6 l*1#!^bmzm& : &&-r o ^<Z>#£\ f7 

^-^©jtewsma* mis. km zm$w9&Mm <* x v mi £ tts , 1 ~ 2 ^ 



20 [3 6] T?«**t**»Wfl5**W:, JK&ft IK: J: DSBfr*-* 




15 



[35] 



[36] 
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m^mMmomix [35] i^*«c^lt, sn-i oa*^ 
tarn ^Jx.«^ neurit hyy^vmzmtmfibhZo 

10 <Iilfe3> 




[36] [37] 
(5£tf\ ru L\ R l N R 2 > R\ R\ R\ R^R^WIBtPID*!***^. 

15 5, l~2flOiai-Xf*lB**5*l?***ti'"CV^T'l>J:v\ ) 

[3 7] T?*$tl5*3SWfl:'d^tt, #»9Mb*4fe [3 6] t-&& [3 

20 -$5$ [33] -easjisflffrfctt 1 ~ 3 9 , 1 ~ 3 sft-efeSo 

*HE£bTW\ Mtfi^^f-^Xf^hyt KP79^ (THF) ^©^-t 
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PCT/JP02/01015 



A-T^X^l, tf^cz [5.4.0] -7-!)yft^iDfifi£ 

te&m* y v^m<DT;v* y &m>m.w&m, mmim-r v y ^jLumm^m^ y 

15 <$£i£8x4> 
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(5St\ r\ r\ r\ r\ R'RxfR^mmtmzM^mu R u &fomxt± 

15 AQ7/vJf-/i/7;i'*=;vS, ff&£ftTV^Tk<fcv^;y^/i'*;v*:=7VgX 
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N=CR'\ CR 1U =N, CR" a =CR llb X{*N-R 16 ^U R 16 «7K^M^3Z:« 

mmtmzMtev>R l0 *mu r"\ R Ub «R"^i^cit*^*i-o ) 

— [4 0], — JR5S; [4 2] Xtt— jRS: [4 4] •V&Ztltt&mk&tott:. 
5 -jR5£ [38] T£c$ tl5*&m<k-&V!> t *tl^*H\&® [39], tff&fc [41] 
XfiMfr£4& [4 3] ^^C^S#ftT^^$-y:5^ 

CK&R&ttaifl?* 0&I&^2O~2O O'C, ^U<f*3 0~1 8 0°C-C1 Oft 
- 4 8 P^ISh ^(^J5& CTflJET-^ff 5 o 
10 KfclCtfrSfrSt^Oitt, it^-m [3 8] l^fttC^UT, fl^fc [3 9] , 
\\&m [4 1] Xte-fbg-^ [4 3] f*l~2 0^*T?&5 o j&2RteJ4XTttJ8£j|x 

^k^s TkSHb* y «?Axtejc*fl:t b y ^ a#t/^ y &jr**4HKk h y *> 

J^h^KXtt^hy K^©T^# y^JSST^^-K 1, 8- 

15 9 JT'W*s9ti [5.4.0] - 7 - pl' J r±>'&<D&ffl&Mibmi?btl>Z>o 

20 N- V* f/^/UAT ^ ^ MR N v 5 ^ ^vW*^*^ K3s^/V*7^ 

<§«£2fc5> 
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[45] 



[46] 



R\ R\ R\ R\ R\ R\ R\ R n RXtZ\$m&bmm&Zmto ) 

[4 6] x°mishz>*%wik£t%>te. *%wit&® [4 5] tmtzmm 

r 0 ~ 1 2 0 «Ct? 1 0 #~ 2 4 fl*|BWT 5 . 

10 <Mit&6> 



Y, R\ R 2 x R\ R\ R\ R 6 . R^tfLHiWfitR 

15 xrtfcafc5arc**&ihWTfciv\ ) 

[4 8] T?«**l5*SIWft#*»±» [4 7] kik&tl [3 




[47] 



[48] 
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(5£«K Y % R\ R 2 X R 3 , R\ RSRXfR'temmtmCmvfc&mV. R 1T tt7/V 

10 (Dm— XfitB^5SX-«m^tL-rv^^J;v\ ) 

— [5 0] T*£;ft6#B9!te^«> *?m<\&® [4 9] 3r7fom;*:£ 

c oEO&ttii^ EO&i&g o~ioo <c-c io^~24 B^fr 5 o 

15 Rj&iCtfcSfrSt^jOAli, {t&fo C4 9] 1 Sil^LT, mSSr^-fS^ 
(D&W&M. 1, [5.4.0] - 7 -^^ir^O^^g 

Ami? fetus,. 




5 
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? « m At* ?° ? s „ 

K X >-S-C-Y-COR 8 *~ T >-S— C-Y-CH=NOR 18 

a N ^5 °-N r5 

[511 [53] 



5 (5fc«K Y % R\ R\ R\ R\ R«, R 6 &tf R'ttluIBi: R C**ft*U R ,8 & 

-Igs: [53] «S;h,5#83Bfl5<frWB:> *35S*fc£* [5 1] i^<fe [5 

10 w©KJfcl±ii^ ^JESjfiS 0 ~ 1 0 O^T? 1 0 #~ 2 4 BSflflfT 5 . 

R*&teft*naww©*«4. [si] l^fijc^tx, [52]© 

i~5 US*, Mi~l0 31#a£ U\P, £ffc©#ftlcjcS; c 

^Xfi 1,8- v?Tif if p [5. 4. 0] -7-«7 y-r-fe i^©tfHWae#¥tf 
WHt LT«> Wttf p« * J ->K -/ -/V^©T/V=i-/Hi, t h 7 1 Kp 

20 ftfe©$ft^#*tffeh<5. 
<®[5i2fe9> 



WO 02/062770 



PCT/JP02/0101S 




S— C-Y-COOH 



SOCl 2 
[54] 




HNR 19 R ! 
[56] 



R 




R 4 

-S— C-Y-CONR 19 R 20 



(5£*, Y x R\ R\ R\ R\ R B S:^R 6 (^ia^PC#*<l:^L, R 19 Rt*R 
<fcv\, ) 

[57] x;fe£n5;fc^te-^te> -fcmwik&w [50] titifc^-- 

/l- [5 4] i^^Wfi^^X^^ir'fb-a-^ [5 5] £§£iiL7c^ ft; 
^ [5 5] h\\^m [5 6] <bSr^4 I 3?:«^^'t , r'^$^:5^<i:{cj;«5 N 
10 igiti-5i«i:>6sx^<5 0 

[5 0] frh [5 5] tf>K/£te, afiflf, £OS*§^0~1 0 O'C'Cl 0^~2 4l^ 

K/&^&£fr5«*#J<a*f*, ft&m [5 0] l^il^Lt, mt?-*-* [5 

4] i~i 0 os*#Miruv^ N ^o^ic^ct^ic^'fb^^s^^ds-e 



15 15, 
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[5 5] frt> [5 7] (Dfcjfc^ afr, SJE&MO-l 0 0^1 0#~2 41$ 
Wfr5. 

SJKli:^**L5Wpl©*tt, 4b£% [5 5] lS*fc»LT» ft&m [5 6] 14 
5 1-1 0 0a*#a*U^ % ®i?O«»fcJ6CTffi«fc*ft**5ifcsJ5-T?#5 D 

jpBKt L-rttWttf [so] a»e> [55] ©^fcR*fct>©jiW6>*t$. 

<«3&fel o> 





PCT/JP02/01015 



10 (5$*, Z s R\ R\ R\ R\ R\ R\ R n RTfX 3 ftmrnkmZM$i%$i1r 0 ) 

[59] -?m£fiz*%w<k&mt, *wm-k® [3 8] btt&® [5 

z<DRfot±m%, Rf&fi£o~i 0 b^c-ei o#~2 4isNWt?c, 

K*fc«Sn5tWO*tts [3 8] 1 g*fc#LT, ft&m [5 8] tt 

JfeKfcUT»x mtf^^i^Xter h9t (THF) |©i-f 

ani^, I29ttfcft& * p P^ifVXfiS?* p P^ify^D/N 

KXttN-* 2 - t°P y v^/ y^OT S MR, fvl^/V**^ KXtt* 

<ae&tti i> 
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S— C-Y-OH 



,6 



PPh 3 





C-Y-OR 



(5£«K Y, R 1 , R\ R\ R\ RtRVR'temmtmCWMZHtU R 21 «T^ 



— #=*; [6 i] x-mzftz>*mwik-&m-£. *&mik&® [4 7] [e 

io o] t^r^it^-mt by7*^*^7^ ^<£>#&T. ^tp-CKJES^-^S^ 
(Synthesis, 1-28(1981)) fcfll C-CjRjfti-S - £ ^X'^ 5„ 
CORJ&JSjI^ SJ^jfi^O — l 0 O^-ei 0#~2 4l#Wff 5o 
RlSI^SJxSt^lOitts [4 7] lStfc»Lt % itit® [6 0] 1 

~1. 5^*, T«|jl~1. 5St, h y7x^77^yi~l. 5^* 

^i:L-C«s ^Hf^^f-VXtt^ h7t Kp77^ (THF) ^oi— r 



^rn7/v^S, Xtefi^tfCWC^ £V^.^S^v££^H-„ Yfcfc 
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5 (3t«K x 3 , n, R\ R\ R\ R\ R 5 , R 'RUZimBtm C#Bfc£*U m 
[6 3] *%m<t-&<8>) [6 2] Sr^ff&T 

io £ ofcfcnmt, o~i2ot-cio^~2 4 ftmn o » 

%.fo\z.m£tiz&,n<D&\*, [6 2] xm^ti^t^mi^m^vx, 

Mit^2^«5tfe4~l lK1£,mtltcX»7j wk&yo<Dm&m 
tlfc C 1~ C lOT/V^r/V^SX & C 1~ C 4^ o T/^/^^mXW^: ZtlX^Z 

m^mimmo^mmcx, ttmw?^ vit^mLx^m^mi 

20 m&fDMimZMfLZ £: K J; *K "E&SYJuDtt&g (C1~C10T/^7V^ 
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<mmmi> 

3 — (5 — # nn-1 — ~7 3 — h V ;\>Jrxi ?-=f-;l>— 1 H— \fy 

6 - 4 — i /V* - 5 , 5 - i?* *f-)V- 2-4 VHr*c^S V ^ C*3§BJHb^ 

W3-0 0 0 1) <DMik 

5, 5-^y ^/V- 3-^/1^ /V*—/P-- 2-4 yt^ft/y y2.3g(13. 
1 ^ V ^^©N, N— ^ f/V*;VA7 § K 2 0 m 1 TkM^ h y !>^7k 

Sl» 2 . 1 g (*B& 7 01 2 6 . 2 5 y ^Sq^L 2 RffHHI ft Lfco t(D^ Mfc 
10 y^A1.8g(13.l5 U^^ny^!) yh2.0g (1 3.15 y^E-A-) 

— ^n^E-^^/v— 5-^bp-1 — r^^/i— 3 — h y 7^tn 
1 H- tT^ >V 3.6g(10.55:y *Mx.. XfcSl'C 1 5 &fflft& bfco 

15 ^ y * >f;Vt> 7A^nvh^77^f- (SW^It : ^i^-g^^7H®^i&3&) 
X-ffimU (i^8 9~9 0t) 03-(5-^pp-1 -:7^=/l— 3 

-hi) /. J-)V- 1 H- 4 Ar^.^A^d") - 5 , 5 - 

f/V-2-fytWyy2. 7 g (!fc^6 5.5%) £r#fc 0 
l H-NMR(CDCVTMS, 5 (ppm)) : 7. 55-7. 50 (5H, m), 4. 33 (2H, s), 2.83(2H, s), 

20 1.45(6H, s) 

<mmm2> 

3 — (5 — ^ n p - 1 -7i^- 3 - h y l H-t°7 s /— /V 

-4— <)v*j-,v^>vfo~)V) -5, 5-^^-2— ry^-y-i/y ^ (;£$§ 
5Wb£*iflHS-3 -0002) ^>Mat 

25 3-(5-^nci-l -^31— /V- 3- hy ^f^-lH-tf^^V 
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~4-y(;U^^/v^) -5, 5-^3^-2-^ y^f-yyyo. 4 g (i. 
6 3g(ig7 0%, 2.6 5 V*}V)1tM^ m.T*2 2 WfmWh1t 0 m^m 

5 t b v t^mm, mmim-)- b v ? ^mmRn^^ximm urn « 

GHAl 3 2~1 3 3°C) CO 3- (5 -^pd- 1-7^-/1.-3 

- bV 7/M"P y *f-,v- l H- t°y 4 — f/vy ^vl^/l^^/P) -5,5 

- s?y ^>v- 2 -4 y a-^rf-y y y o . 4 g (« 83.2 %) £#fc 0 

10 'H-NMR (CDC1/TMS, 6 (ppm) ) : 7. 60-7. 51 (5H, m) , 4. 73 (2H, s) , 3. 14 (2H, s) , 1. 53 (6H, 
s) 

<«0i]3> 

3-(5-?nn-l -j^/V- z-y^-fr- i H - 4 /Wy 

ta>w7 ^ d/v) -5,5-^^ ?vv- 2 -- r y ^f-y y >- 

15 f-3-0 0 0 3) Olgit 

3 - ( 5 - y P P - 1 -y 3 - 7 ol -/U- 1 H- y — /V- 4 — -f/M 

-5, 5-v J y^-2-^y^f-/y yo. 8 5 g (2. 5 3*y^ 

^)O^D*;l/A3 0mI», *#T* rn-? P Pi§£Sl#0. 8 7 g (jjsfi 
& 7 0 % 3 . 5 4 5 y ^0x. s gfitf 1 W Lfc 0 S»7^, 

20 y p P*^T?atiiLfe 0 mbtimmmwBm^j- b y <7A 

w - (mm®m ^■ty-mm^f-^m^m) -mm u mwr* mwo 3 - 

(5-^PP-l -y yvV- 3-7x^V- 1 H- 1°7 y— A— 4 -^ ;Vy fvV* 

25 /wy^-zv) -5, 5-^y^-2—i'y^-^yyyo. 48 g (W53. 
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9%) £#fc 0 

'H-NMR (CDCI3/TMS, 5 (ppm)): 7.63-7.60 (2H, m) , 7. 48-7. 37 (3H, m), 4.29(2H, q), 
3.91(3H, s), 3. 12 (1H, d), 2.79UH, d), 1.41(3H, s), 1.35(3H, s) 
<^»J4> 

5 5, 5 -vM^vv- 3 — (5 l -7x^-3- h V 7jvjruyj- 
,v- 1 h- tf 7 S—jv- 4 - 2 — f yttHSV is CfcSSWffc 

-^#-5§- 3-0 0 2 1) (DWt 

5 t 5 3 9VK*/1"JJWV- 2 — f y^-^y y ^ (#3&9Hb£- 

#f##2 - 1) 18.7g(10 5.75!) ^/^) »N, N-S?;* f^*;^7 $ K 3 
10 0 Oml», *SMfc^MJ ^AtK*I«J9. 3 g (M&7 0%, 116.30^ 

/i-)&to7L2mmmw^tzo r^sttk^u. 4-^n^^^-5-^/v^-d- 

1 —7^-/1^- 3 — h V '7fl'3m*fA'— 1 H-VvV—MZ O. 3 g (9 3. 8 5 
!l^)«N,N-^f^*Mr^ K2 0 Oml»M> H^O t C"e3 0# 

U 5Mfe»i#*l*0> 5 , 5 - i?t ^-/V- 3 - ( 5 - ^/V^-P - 
1 -7i-/V- 3 - h JJ 1 H-tf7 s /-^-4-^^ 5vl^ 

» _ 2 _^ytW!/yi 3. 1 1 g 0M3 7. 4%) 
20 ('H-NMIMS (CDCVTMS 5 (ppm) ) : 7. 65-7. 39 (5H, m) , 4. 24 (2H, s) , 2. 81 (2H, s) , 
1.43(6H, s) 

5j 5 -^^vv-- 3-(5 1 -7i^-3- b U 7;Vta^ 

1 h- tT9 y— yw- 4 /M fvi^tf-) -2-«< ytt^S V is 
25 <b-6-#l#^-3 - 0 0 2 2) <D^if 
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y^Jr—jV 0.25g(4.0§U ^^©N, N~i?/ f;V^A7 ^ K 1 0 
m 1 mH£, ?miti- h y !>A0. 2 g (4.0 5 y s tK 1 m 1 SrJn*, £U 
t-3 0#H^#L7i„ 5, 5-i^5v^-3-(5-7/l^P-l-7^/W-3- 
h V 7/M-n / l H— jA-yi/- 4 — f /M ffrf-ir) -2-4 VJr* 
5 t/!)yO. 5g (1. 4^!)^V) ON.N-^fWATU'SmlSt 

J*ET«BKS:ff*t, 5, 5-^5vl—3 -(5 -ol^/V^- l-7:c=;V-3 

- h y 7/>^-n fvu- 1 h- if 7 4 ->r/^ ^vi^tf-) - 2 — < y^- 

10 WDi/0.6g (TO 10 0 %) 

('H-NMRlt (CDCVTMS 5 (ppm)) : 7. 62-7. 47 (5H, m), 4.44(2H, s), 2.83(2H, s), 
2.50(2H, q), 1.45(6H, s), 1.02(3H, t) 
<»6> 

5, 5-i^9Vl'-3 -(5-31^7^=^-1 -7^~>V-Z - h])y/u 
15 ^"D ^v>- 1 H — tf 7 4 /M ^vP7/l^=/W) - 2 — Y VOt**^/ 

y ^ (*HPJ^^#^ 3-0 004) <Dum 
5, 5-v ! ^^/V-3-(5-3:9 1 /Vf-^-- l-7i=;V-3- by 

9vw- 1 H- if 9 4 -> jVM <S-Af1r) - 2-4 V**W !Jyo.6g 

(1. 3 $ y^yV)07PC7fc/WAl Oml«fC % *#T, m-9 P eri®£&#$ 
20 1 . 7 g (Kg 7 0%, 6 . 7 ? y frflUSL gjE.Tr 1 6 B#ffl»#Lfc. Effc**T 
£&M&7k*K:££ ^PD*/^-etttHLfc 0 #fetifc«Hrffi»7(c* 

& U $H£J£iS (M 158~16 0 < C)£>5,5 -S?* 3 - ( 5 -ifvV 
25 7/Uft=/P- 1 - 7i-;V- 3 - h y ^ fvU- 1 H - fc'7^- 4 - 
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4 ;V*?->\,?>7l>ib—;V) -2-4 ytt^-yV i/O. 6 g (lfc^9 3. 0%) £r#fc„ 
OH-NMRflt (CDCI3/TMS 8 (ppm)) : 7. 58-7. 54 (5H, m), 5. 16 (2H, s), 3. 18 (2H, s), 
3.15(2H, q),1.55(6H, s),1.24(3H, t) 
<mMM7> 

5 5, 5 - ^ 3 - .(5 W 5 ; - 1 - 7s=;V- S—hV7A^^r 

o * 3-/v- 1 h- tr 9 /—/i'- 4 — ^v^^-) - 2 --r y^-^i/ y ^ (# 

5IP^b^#-i-3-0 0 2 3) Oi^it 

5, 5 - v^^vw- 3 - (5-7-^^-13-1 -7i^;V- 3 - h y 
1 H— t?:7 4 — OK* ^/v^^-) — 2—4 yjr^yv yo.5g 

10 ( 1 . 3 5 V *r/l>) ON, N-S>* f/V*/VA7 5 KlOml V* ^JVT % 

0%«0. 8 g (6.75 V *M £f 1 0 0 iCf 9 B#|!3ft# L 

fc„ ^40 %7K^ 3.0g (26.65!) -t/V) <Sr*P^ x Xfc 9 tifTR 

/vil^i)t'tfL, 5, 5 - i?^ f ;v- 3 - (5 - ^ W 5 / - 1 - 7x= 
?v- 3 - h y yjvUrxi y ih-^7 S^-su- 4 — < >vy "f-iVf-yr) -2 — 

jytt-y-yyzso. 4 g or^8o.6%) 

OH-NMRfjE (CDCI3/TMS 8 (ppm)) : 7. 58-7. 38 (5H, m), 4. 35 (2H, s), 2.82(2H, s), 
20 2.77(6H, s), 1.45(6H, s) 
<MMm8> 

5,5-^ 3 - ( 5 ^/VT 5 J - 1 -7x^;V- 3 - h V 7 

a y fv^— 1 H— tfy J/— A'- 4 — (fry ^/V7,jV^=.;V) -2-4 yttV"S 
y V (**W^««*3 - 0 0 0 5) tf>S!B£ 
25 5 , 5-^^-3-(5-^^yVT5 /- 1-7x^-3- hV?fr* 
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d y 1 H- If y /-/V- 4 -^ /vy fvV^) -2--Y y ^-drf-y y >- 0 . 

4 g (1 . 1 5 V */V)(D? np^M l 0 m 1 ®m\C mT, m-fn nii£,& 

mmo. 7 g m&7 0%, 2.75 y^)*^ 2 o^wtt kje 
xm&u Sfefefr* (it^i 5 o~i 5 lr) 05, 5-^/.^/v-3-(5-^y 

9vWT 3- h y / ?-/v- 1H— fcfy /-/V- 4 - 

-2-^ y^ihi/U VO. 2 g (ft* 5 2.0%) &#fc 0 
10 CH-NMRfit (CDCVTMS 5 (ppm)) : 7. 61-7. 38 (5H, ro), 4.75(2H, s), 3.13(2H, s), 
2.76(6H, s), 1.53(6H, s) 
<mMM9> 

3-{l-t-/f/V-5-^PP-3- MJ7/VtB^f/V-lH-lf7/- 

/p- 4 — f /i^^ f-zuf-*) - 5 , 5 - i?^ ^/u- 2-4 y*w/ v y &%w<b& 

15 ft#*3-0 0 0 6) 

5, 5-^^/U-3-^^/^^*^-2-^y^-^/j;y2 4. 1 g (1 
3 6 . 0 5 1) (ON, N- ^ Tv^/k^ 7 5 K 2 0 0 m 1 *|flit h 

y * ^ 2 1 . 8 g CKft 7 0 % 2 7 2. 5 5 V ZMtL 1 mtit&Ltc. 
MtK^*!J !7A1 8. 8 g(l 3 6. 2 5 o^JJ ?h21.0g(136. 

20 2 5 V J!fc 2 B#F*ait#&> 4 -^P^^ fyl— 1 -tert-^/V- 

5 - ^ n n - 3 - YV 7 /kfr n y f-A^- 1 H - If 7 ;P 4 0 g ( 1 2 5 5 V * 

25 h^ 7 7^- (sw^t : ^^y-mm^^m^wm x-wm u $mm 
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H(8kjfe7 9. 0~8 1. 0t)©3-(l -tert-^/V-5-^ciD-3- hP7 
/^cr 1 H- tf 7 V—JV— 4 — ^/K* f-JVf-ir) -5,5 2 

y tf-dMfy* !)y23.0g (Jfc* 5 7.1 %) 
('H-NMRffl: (CDCI3/TMS 5 (ppm) ) : 4. 24 (2H, s) , 2. 80 (2H, s) , 1. 71 (9H, s) , 1. 43 (6H, 
5 s) 

<%mmi 0> 

3-(5— — 3-M y <f-)V- 1 H- /V— 4 — f A-y f: 

>\s*f-lr) f-fr- 2 ->f y^^y y V V&tS&ft&WWQr* ~ 0 0 0 

7) <D$g5£ 

10 3-(l-t-W-5-^nti-3- h V lH-lf^y— 
/U-4 — (jutf-fi^-*)— 5, 5-i?*?-A — 2--f yt^-t/yyi 9. 8 g 
(5 3 . 4 5 V £25 %$k<k*m-%tm&& 17 0ml 4 0 ~ 5 0°C 

15 mET^?:li*L., ^tMaKiSl^l 2 0.0-12 2. Ot)©3-(5-^P 
P-3-MJ y 1 H-t 9 ^ y— A — 4 — Y/l^y ^/V^^") -5,5 

-^f/V-2-^ytWyyi 2. 0 g (ifc*6.0. 6%)£r#T/h 0 
('H-NMRltt (CDCI3/TMS 6 (ppm) ) : 4. 26 (2H, s) , 2. 81 (2H, s) , 1. 44 (6H, s) 
<^»J1 1> 

20 3-(5-^pp-1 -i?7;\>3ru y 3-bl) 7;vto^ fvw- 1 H — tf 

7 y*— /v- 4 — < Ay ^-/v^^-) - 5 , 5 - v?y 2 — < y a-^MJV y ^ 

3-0 0 0 8) St; 3 - ( 3 - ^ P n - 1 - i?7^P / f /V- 5 - 
1> !) 7/^C3^^/U-lH-^7 s /^-^-4-^/V^^/^^-)- 5, 5—$^^ 

25 3-(5-*nu-3-HJ "7/1^13 y 1 H- tf7 % /- A— 4 -^f/vy 
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;^^-)-5, 5-9*7^-2-4 y**?-frsv>2. 3 g (7. 3 5 v^/Wu, 

N-i^/V*/W>>7$ K50ml», i*»D!)A3. 1 g (2 2. 55 

y fcin*.* 7 n b i?7/v^-B ^ ^ ^^KJ£*»fc?fc*a* % no-uot 

vy-mm^A'iBi&mi-tfmu MiW4 i. o~4 2. ows 

-(5-^bb-I - 97Attv 7- fvV- 3 - h y 7 1 H— fc* 77* 

-;V- 4 /V7- -5,5-9* *f-jV- 2 J/ Jr*W !Jy0.69g 

10 (W2 5. 8%)*5J:aefe»*(IBWK8 9. 0-9 0. 0"C) <D 3 -(3 -7 a n - 
1 - 9?)Virv. 7 f-jV- 5 - h y 7/M"B 7 1 H - 7 7*-W- 4 -<( fl> 

*7jV7*)-5, 5-9*7^-2— YV^f-yy yO. 54 g(U$2 0. 

3-(5-7pb-1 -97;V*u * 3 - h y * 7 A?— 1 H — tf 

15 7 /-/I'- 4 — Y /V* 7 -5,5-9/ 7tV- 2 - >f 7 7* J/ V 

('H-NMRfi (CDCI3/TMS 8 (ppm) ) : 7. 22 (1H, t) , 4. 25 (2H, s) , 2. 80 (2H, s) , . 44 (6H, 
s) 

3 - {3 - ^ P P - 1 -^7;Vtn^f /V- 5 - M) 7^tn^/V- 1 H- 

tf 7 s /*-A>- 4 -^;vt- ^/v^tf) - 5 , 5 -£*7- 2 7^-^-y-T* y y 

20 ('H-NMRfit (CDCI3/TMS 5 (ppm) ) 7. 19 (1H, t) , 4. 28 (2H, s) , 2. 80 (2H, s) , 1. 44 (6H, 
s) 

<$|«12> 

3-(5-7BB-l ->^7/^B 7 ffr- 3 - MJ 77V^B ?VV- 1 H~ f 
7 7*-/V- 4 f 5VK*/V*~/V) -5,5-9* 7A"- 2 — f V**^/ y 
25 y (^9Hb£*!>## 3-0010) 
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3-(5-^no-l- *?7Asjrxi ^ 3 - h ]} VfrTfrv * ^/V- 1 H— tf 

9^— /v-4 — r/w^/v^)-5, — 2 — r y^if-yy ^o. 6 

9 g ( 1 . 9 5 U ^EVW) CD;? n n /JvV-k 2 0ml ^^^ s zk?£T^ m— ^ n dig^S 

fii.4 g 7 0%, s . i ^ v i mmmw bfc„ jek 

jfc«r«*U »6»*LfeHflcS:n— 6fefe&5fc»&l 2 6.0-1 
2 7. Ot)0 3- (S-^BP-l-^tn^fA — 3— f ))-7jV$-u*?-jU 
10 - 1 H- y — As— 4 — f ?-;v*;Vfc^;v) — 5,5 — S?* ^/W— 2 — -f y 
^-^5/ !Jy0.4g Ofc§£ 5 3.3 %) 3r#fc 0 
('H-NMRlt (CDCla/TMS 5 (ppm) ) : 7. 26 (1H, t) , 4. 68 (2H, s) ,3.11 (2H, s) , 1. 53 (6H, 

<^JS^I13> 

15 3-(3-^PP-l -*?7/V*u * =$-)V- 5 - hV ~7>V3rxi * — 1 H- fc° 
=7 -/—jV- 4 -sfjV* ^/UXjUft—M -5, f-jV- 2.-4 VJr^Vy 

> <&smtt&mm* 3-0011) <dw£ 

7 ^/—JV~ 4 —i/V* f-ASfit) -5,5—5?* 9vV- 2 — < VitW-S y V 0 . 5 
20 4 g (1. 5 5: K;P)0^nn*/l/i»2 Oml^ tJc^T. m-^adjg^L 
f®l.lg (ffift 70%, 6 . 4 ^ y ^E-AO SrflDx. 1 mmWt Lfc„ ^co^, Hfc 

25 j£S:S*U fcfcftfclSttfcn-^if^-C^U e^^dt^l 36.0-1 
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37.0t;)©3-(3-^np-i t ^vV- 5-hV ^ 

- 1 H— 1°7 y-/^- 4 T /V^ - 5 , 5 - frU- 
tW!)yO. 4 7g(lU$79, 7 

( l H-NMRfit (CDClj/TMS 8 (ppm) ) : 7. 23 (1H, t) , 4. 71 (2H, s) , 3. 11 (2H, s) , 1. 53 (6H, 
5 s) 

<mnmi 4> 

5, 5-v^?7V-3-(3-^ h^^-l-^^/V-5-hy 

- 1 H- t°y y-/V- 4 — f ;M - 2 — f y^ihy P > &%W{\& 
fef-l-3-0024) ©Mat 

10 5, 5-v f y^-3-^^/^/^^^-2-^y^f-yy^3. 3 g(i 7. 

**3.1g (Mft 7 0%, 2 2 . 0 $ y *M SrUlt 2 Bt^jt#Lfc„ feK 
!^A'3. 1 g(2 2. 0 5 J! PlotfJJ jrh2.7g(l 7. 5 

s.rj?4-^Pciy^-3-y h^fv^-i h y 7^tp^f^- 

15 lH-i?7-/~/V4. 0 g(l 7. 5 5 y^)^0t s JEfc£fc^2l$|IJ*#l,fc. 

•tfMfttU 5, 5-^^-3-(3-y h^r^-l-^^/V-5-hyy^D 
20 y fv>- 1 H- t°y y-/V- 4. ->f /vy f-Arf-Hr) - 2 — { V jr*W ]} V 2 . 8 
g (JR*5 2. 0%) £#fc 0 
<**«1 5> 

5, 5— ^y^-3-(3-t Ko*f-l-y3vl'-5- hyy^ayf- 

; u_ x h— tf 7 y-/v- 4 — < /m -2 — r y^-^rf-y y v (*%wik 

25 -g*»-9-3-0 0 2 5) Oj|3t 
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2 5 %£:ib7kmmgm®m 20mllC5,5-^ ^/V- 3 - ( 3 - * b =3riX- 
1 5 - h !) y ^-/u— 1 H-t^7 ✓—A'— 4 — Y/M 5vl^;*-) 

- 2 -> r y^-^y yv3.3g(io.65!J =e/^) £r*n;t, 5 ott* 3 b#irh*#i, 

5 aiUfc«r**rit«lb*l5fe«ftj!ftU, §^«bi-S5, 5-v^5vl— 3-(3-fc Kp 
3r$/- 1 - y fvl'- 5 - h V -7J^ n y ^/w- 1 H- \fv -/—fr- 4 — f/uy ^ 
/V^) - 2 — T y !)^3.1g OW 9 6.0 %) £#fc 0 

<m^i6> 

5 , 5 -i?y ^vl'- 3 - ( 3 h^r->- 1 5 - h y 

10 - 1 h- t?? y—/v- 4 -> < /vy ^-jv^-ar') - 2 — f yttvy v y 

4fe## 3-0 0 2 6) (DWt 

5, 5 - i?^ f ;V- 3 - ( 3 ~ t Ko ^f^- 1 f ^- 5 - M)7/^n^f 
/V- 1 H- 1'7 /-/I'- 4 -^^^ f/V^) -2— ( ytt-y-yy >-o. 3 0 g 
( 1 . 0 5 y ^EVV) 0>N, N-^p< f-;V*>A7 5 K 1 0ml ^fc&fck^gfcfr P £ 
15 A0.20g(1.3§!) ^E-/V)^t/3 ^-ffc^Vt-O . 20g(1.5$!) ^/I^) ^B^. % 

JBET^H^@*U !Wit5 5, 5-i^y^/V-3-(3-^h^^-l -*^fu 
-5—bV 7Asi*-V y ^A — 1 H-t°7/^- 4 — > < As* =f-?V*}-3r) - 2 — f 

20 ytwyyo.3o g 01X^9 2.0%) «r#fc„ 
<^WJ1 7> 

5, 5 -i^pt^/V-3 -(3,-j- h^rf - 1 -,?<^/W-5-h y yyV^-n^^/V 

— i H-f7 y—A>- 4 -'f /vpt ^/v^/^7Jn=/v) - 2 y**i-y v > 
mit&mttr 3-0012) ©ssat 

25 5, 5-^7«^/V-3-(3-^ hdr->-l-^^/W-5- 
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- 1 H-lf 7/-^-4-^^ wt) -2-4y**-?^y >0. 3 0 g 
(0 . 9 2 5 y *M <Dt P D TfcyW* 10ml «T> m-7 n nii£,ft# 

H0.68g («7 0%, 2.76$ V^ZM*., ^iTC 5 B#Pflft#Lfc, 

T»JSfcj*U GR£l 2 4-1 2 5*0 <D5, 5 9vV- 3 - (3 h 

1 ?7I/- 5 - MJ 1 H- k°7 /P- 4 /M f 

?V7,iVib^iv) -i-<i Vfr^V !)yo.24g (W 73.0 %) ^r#fc 0 
10 OH-NMtfit (CDCVTMS 8(ppm)) : 4.50(2H,s), 4.27(2H,q), 3.86(3H,s), 
3. 04 (2H, s) , 1. 49 (6H, s) , 1. 39 (3H, t) 

<mifcmi 8> 

5 , 5 - is* 3 -(5-7/l<*n- 1 3 - }» y 

4 -4 /M i-As*}-*) -2—4 ytt-tsv y (*«fH^ 
15 *»*3-0 0 2 7) WSHit 

5 , 5 -s^ tvw- 3 -j <?/uwfr~/v- 2 ->r ytt-y-yy v 2 1 . 3 g ( 1 

2 0.3$ JJ*^)©N, N-^fA*M7 $ K2 0 Om 1 fcjfcfc, *M7" h 
y 17 A 1 9 . 3 g GKft 7 0 %, 3 4 4 . 6 $ y *JV) ZMtL 1 B#E&# Lfco 
Mfr&kWt* y !7 ^ 1 6. 7g(l 2 1. 0$ y*/V), PVtfy y M 8. 6 g(l 2 0. 
20 7 $ y^V)£Jp;L H»w2f$Ff9$#&s 4-^o^^^/V-5-7/^a-l- 
7* 7^-3- hy 7/1^*^771'- 1H- If 7 /-/P 3 1. 4 g (1 20. 3$y 

25 ^ fyU- 3 - ( 5 -1-/ 3 - b ]) 7frjrn / 1 H— fc°7 
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y*— < JVtJ-jV?*) -2.-4 y^y-yV y29.0g (4X4*9 0. 

3%)£#fc 0 

('H-NMRflt (CDCI3/TMS 5 (ppm) ) : 4. 24 (2H, s) , 3. 90 (3H, s) , 2. 78 (2H, s) , 1. 42 (6H, 
s) 

5 <mmmi9> 

5, 5 -i^^vV- 3 -(5 h*f—l—*?-A'~a- hV7A'*v*7-A' 

-1H-If7 -/—jv- 4 — r <$-flsf-Hr) -2-4 yttW V > GWSWrtHa- 
#J#-J§-3-0 0 2 8) ©3K5lt 

5 , 5 - v?^ ^/V- 3 - ( 5 - 1 5vV- 3 - MJ 

10 -m-tr^y— — r^^/w^^-)-2 — ry^t/pyo. 5 g (i. 

6 5; !)^)^^/-;i'2 Om 1 ^(C, -f hV !7A^ h^r-> KO. 7 7 g (4. 
0 S: V 2 8 ? J —^mm ZMx., «T, 4 LTto RJ&m-T 

m&&s Rj&&m&*nz&€, mm^^-mmvfto mbtitt®m**.&£xT- 

15 ^0 5, 5— ^ff-As— 3 -(5-^ b=^y— 1 f-As— 3— > V 7/Vsfu* 

f ^- 1 h - ^7 4 - 'f f /i'f t) - 2 — r y^if-yy ^o. 5 g 

01X45 9 6. 7 %)&#/£:„ 

('H-NMRtt (CDCVTMS 5 (ppm)) :4.26(2H,s), 4. 07 (3H, s) , 3. 72 (3H, s), 
2.80(2H,s),1.43(6H, s) 
20 <H»J2 0> 

5, 5 -v^5vV-3 -(5 h^>-l-^^-S-hV7^n^^/U 

— i/vtj-jvxAsifi—jv) 2 — fyt^t/yy 

1 3) <Z>£tif 

5, 5-^?vl— 3-(5~P< 7A>*V*f-A' 

25 -lH-br^y*— a— 4— r/M^^)-2— f y^^y yo. 5 g (1. 
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5 5 ]) *M <D?uu jjvVA 2 0ml Jg#Kl % 3jcfcT\ m-?n Pj|$£§i 1 . 
3g (i^7 0% 7. 5 *JP* 1 #IWJIJ*Lfc. ifctat- 

1 2 tF»Ufc 0 g&KTWfc, ^ p o Lfc. 

U #fett*:H*«rn-^f-i^fflb^U 6£«(§&£l 1 3. 0-1 1 4. 
0*00)5, 5-->M5vv-3-(5-^ h**s-l-*3->i'-Z-Y])-7;\'iru* 
f-As- 1 H— 1°7 4 -4 /M ^vi^/v^-zv) - 2 — r y ir*^/ V V 0 . 

3 lg(W5 8. 2 
10 ('H-NMR^K (CDC1 3 /TMS 5 (ppm) ) : 4. 60 (2H, s) , 4. 1 1 (3H, s) , 3. 79 (3H, 
s),3.10(2H,s),1.51(6H, s) 
<ll«!2 1 > 

3-(5-(2-^pn7x;^»-l-^f;V-3 - hy ?;i>*u 
H- If 7 /-/I— 4 —A /M ^A^tf) -5,5 - 2 — f VttW V 

15 >- (#38 Wb£&#H§" 3-0 0 2 9) OMig 

2-^nn73iy-/V0. 4 4 g (3. 4 5 U ^ ON, N-v?> f /V*/UAT S; 
F3 0ml», ^mt-tYV !7A0. 2g(8.3^^, #6^6 0%)^^ 
TCAPtL lB#Mfll#L;fe:& % HI- 5, 5 - 3 - ( 5 - 1 -p< 

f-As- 3 — hV yfrtv / 3-;v- 1 h- tr 9 y-;v- 4 — f /i^ -2- 
20 a v**W) yo. 7 g (2. 2$ y Srinfc, 1 2o~i 3 otn?5B#i?a&# 

m&*®£XFitM&x-mfr®, m^mm-? «Lfc, »et^^ 
u ^ y # 7^DYh^7^- (initt : ^-fy-mm 
**A>m&»m mm u»»3-(5-(2-7pn7x;^)-i- 

25 * 3 - S y 7;V^-n ^ <?;V- 1 H - If 9 /-A- 4 - W ^/V^*) - 5 , 
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5-^f/V-2-^y^t/!)yO. 6 3 gOW6 6. 7%)£#fc 0 

<mmm2 2> 

3-(5-(2-^PP7x/df-»- 1 -^=f-jV- 3 - h y 7/P^t2^^/l — 1 
H— hf^:/— /V— 4 ->f /K* ^/vx/i^— A-) -5,5 — 2 — < yHr*r 

5 f-/ V V (#$5?IHb£4fe#* 3-0014) (OSKjf 

8-(5-(2-^BB7x;**/)-l-^fA'-3 - h y ?-/V- l 

h- tr 7 4 — r /m f-/^-^-) -5,5-^ ^yv- 2 -^ y^-y-y y 

y0.68g(1.5§ p^;l/)©^nn^;l-A2 0 m 1 ^^(C, tK^Tn m-^nn 
i85fc&» 1 . 0 g 7 0%, 5.85U *A0 Sr^Dx 1 tiffflmW Vtc a %:<D'&. 

T*ii«:«*U »e»*tfc@frSrn— ^l^-CJSfejfrU Sfe»5|c(»t*C6 7. 0~ 
7 0. 0lC)©3-(5-(2-^oP7x;^)-l-^f;l/-3-hP7^B 
15 * f-fr- 1 H- y— /V- 4 — f/vy ^vi^/Ufc^A-) - 5 , 5 2 
— r ytWJJ ^0. 3 1 g (JfcsM 5. 7%)£#7t 0 

OH-NMRM (CDC1 3 /TMS 6 (ppm)) : 7. 50-6. 91 (4H, m) , 4.45(2H,s), 3.71(3H,s), 
3.03(2H, s), 1.47(6H, s) 
<HJfe#j2 3 > 

20 3 - ( 5 -2^ n^^/V^-^r-^— 1 — y 3 - b V V A^^rn y f-jv— l H 

-i^7/- yw-4— Y/vy^vi^^-s, 5-^^-2— fyw^yy 

(*35W^^»## 3-00 30) <Z>Mit 
h y 7 sl^A?-**? 4 ^0. 4 3 g (1. 6 ^]}=ejV)(D^<^^l 0ml 
^p^^*/— /WO. 1 4 g (1. 6 5 y^/W), 5, 5-^yfvV-3-(5-fc K 
25 n=SrV-l-^^/V-3- h y 7;V*u y l H- t°y y*— /U- 4 -^yl^^ 
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fi^f-isr) -2-4 y**-t-/ JJyo.5g(l.6§y *tv) , %XfT s S*J*A>'#v 
RSfcr^/Ua:;*^ 0. 7 g (4 0 % YjV^mW., 1 . 6 $ V ^A')***., £fi 

^jet«£®£ u aaE* v y * 7a^t^^7^ (Anm : ^ 

^f-^-BWa^A^^jftK) T'3»M U &=6M«#J© 3 - ( 5 - */& B 

1 3 - MJ 7;V*u / l H- \fy As- 4 -• i tv 

*3-J\s?-jr)-5, 5-^f/P-2-^ytWJ)yO. 5 2 g (H$8 5. 
2%)£#fc 0 
<HJ£0!|2 4> 

3 - ( 5 - */9 w<^"J-?Vtt*/- 1-/ f-A>- 3-hV / J-/V- 1 H 

- \fy y—jV- 4 -sCW f'A'XArt—A') - 5 , 5 ^/V- 2 — f ytf*3rf- 
/DV (*»W<b#tWf#3-0 0 1 5) ©Mat 

3 - ( 5 - ^ Wsf-fHtti'- 3 - h y :?7I^p / 1 H 

— \?7 4 ->f >M J-ASf-Hr) -5,5-^ fjV- 2 — -f VttW ]) y 
.0. 5 2 g (1. 4 $!J ; t;P)O^Bn*M2 0ml|^|:, *?&Tn m-^naii 
£&#&0. 8 5 g (M£7 0%, 4.9? y*A0 trJn*.l R#&8S#Lfc 0 

T1WM*U #e>*ifcB#«rn-^f->"T?**U efe»*(tt^l 1 3. 
0~114. 0t)) O 3 - ( 5 n^yf /Vt^-v'- 1 - ^ f 3 - Mi 7/V 
irnff-jv- 1 H-fc°7>A- /v-4-^k*fvv;vv;fc=/V)- 5, 
-2-^y^-^/yyO. 2g(W3 5. 5%)£#fc 0 
OH-NMRHl (CDCI3/TMS 8 (ppm) ) : 5. 03 (1H, br) , 4. 60 (2H, s) , 3. 73 (3H, s) ', 3. 05 (2H, 
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s), 1.88-1. 70 (8H,m), 1.50(6H, s) 
<mMW2 5 > 

3-(5-txT/-l-^^-3- hy ^/Ktny^vl'- 1 H-tf^y— /V— 
4 -^f /M ^/V^^-) - 5 , 5 ^yV- 2 — fyt=3rt/ y >- C*3gPJfc^# 

5 -§-3 — 0 0 3 1) OtKt 

5,5--^^ ^yv- 3 - ( 5 - l -y fvi — 3 - h y -7)Virxx * ^-jv 

- 1 h - ^7 4 wt) - 2 y t^fty y y o . 5 g (i. 

6 $ ]} ^)©N, N-^fMM75 K3.0m 1 ^^(CiXTV^ h y 57^ 
0.2g(4.05P fclD*., 4 1 V$mm&Lti 0 Rf&mTmm:. 

^X'^ Ufcio ^JET^trS* U ^fe?ft^<D 3 - ( 5 
VT J — 1 — tflV— 3 - f y ^/V^-n^^l'- 1H— tf^y—yt'— 4— 4/V 

* tf-frj-jor) -5, 5-^ 2 — r y a-^y y ^(omt^m o . 9 g <£r^fc„ 

('H-NMRllt (CDC1 3 /TMS 6 (ppm) ) : 4. 30 (2H, s) , 4. 08 (3H, s) , 2. 81 (2H, s) , 1. 43 (6H, 
15 s) 

<*J&#I2 6> 

3-(5-^7y-l-^f^-3- h !J7^tn^f/l'-lH-tf7^;l'- 

4 — r /^y gvv* a-sjwvo - 5 , 5 - f-jv- 2 — r y a-^-u- y y >- o*3§pjhl; 

•^#^3-00 16) 
20 3 - ( 5 —*/TS — 1 fvV- 3 — h y ^yl^n fvv- 1 H - ^7^-/1 — 

4 r ^ -5,5-^ tw- 2 y a-^iJ-y y ^ o . 9 g «afb4 

»©^Da*M5 0ml», 7ki$T, m-:? d ni®£B.#&2. 1 g 

7 0%, 1 2. 2 5 y^/v) SrJp*.m#WlSM^Ufc. •?r^m> Ilcifitl 2B#Ba 
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fe*lfc|B#*n-^1^y"T?J5b^U e&l&SfeGiWU 0 5. 0~1 0 8. 0t)O3 
-(5-i/7;-l-> 3 - h y ^vP- 1 H- ¥yV—Jl>- 4 - 

<(A>* +fi,7>M*=>A>) - 5 , 5 2 -4 VJr*^/ ]) y 0 . 4 3 g OtZ 

5 $76. 4%)«rfcfc. 

CH-NMRlt (CDCI3/TMS 5 (ppm) ) : 4. 73 (2H, s) , 4. 16 (3H, s) , 3. 14 (2H, s) , 1. 53 (6H, 
s) 

<mnw2 7> 

3 - ( 3 , 5 P n - 1 -a^/U- 1 H- f 7 4 -'C fvV^) 

10 - 5 , 5 -e?y f*>- 2 ->f y^u-y y y &&mc&*m% 3-0032) © 

5, 5-V*i-;V-Z-^;VX;VTb=.jl<-2-'(yJr*^/l)V0. 7g(3. 
7 $ V ©N, N-S^ f;v$;vA7 $ K 3 o m l mmz, imiti- Y ]) !?AO. 

6 g oka 70%, i o . 7 s y */po &jq*. i i$mft# tfc„ ^©& N 

15 y DAO. 5 1 g (3. 7 5: y^7V), PV^fy $/ YO. 5 6 g(3. 6 S y^/V)Sr*B^ 
X£ 2 B#|S!SS#&> 4 -^P** 9^- 3,5-^PP-l i h- fc° 

9 g (3. 5 5; y^)Sr^T*Dx.7t 0 £i&T?2B#|J5»#U 

T»« U ttftft© 3-(3, 1 H - 

if 9 y*-;v- 4 -4 ;M ^-/vf-^r) - 5,5-^^^-2-^fy **-y- y* y y o . 

8g(W7 0.8%)Sr«„ 

CH-NMRH (CDCI3/TMS 5 (ppm) ) : 4. 14 (2H, s) , 4. 14 (2H, q) , 2. 81 (2H, s) , 1. 43 (6H, 
25 s),1.42(3H, t) 
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<H»J2 8> 

3 — (3,5-S^nn— 1 -a^J-jv- 1 H - fc°7 if' — A — 4 -4 fvl^A- 
-5,5--^^ 2 — T V > (4&9Hfrfr4b#4- 3-001 

7) <Z>§g3t 

5 3 -(3, 5 - v?^ n P - l -if ;V- l H - 1*7 /^/V- 4 f /Vf t) 
-5, 5-^y^vv-2 — r ytwyyo. 8 g (2.6 5: y ^E-AO©^n nzft 
/^2 Om l^^d, tIC^Ts m-^nnii^,&#^2. 0 g (fe|7 0% 11. 

10 wtTkm-r h y h y *^tJ«£s *x^*fcK-ej«gjfe^L 

-^^IJ-^Tifc^U &&&3c(jB;&l 0 5.0 — 1 0 7. 0X3)03— (3, 
P n — 1 -m^/V— 1 H— fcf^ /V— 4 -^/V^ ^-/^/V^rz/v) - 5 , 5 — i \? 
t^As-Z-J 4 1 g OMU 6. 6%)£r#fc 0 

15 ('H-NMR-fil (CDCI3/TMS 8 (ppm) ) : 4. 48 (2H, s) , 4. 19 (2H, q) , 3. 05 (2H, s) , 1. 51 (6H, 
s), 1.45(3H,t) 

<mmm2 9> 

3-(5-^PP-3- *?7A'itx**?'A'— 1 -y As— lH-f7 V—JV— 4 

- w /^y ^v^*) - 5 , 5 - y ^/v- 2 — r y tf-^ir y* y ^ v&m\\&wm 

20 f3-00 20) 0>£ft| 

5, 5-v^5vu-3-j^/v*/V3iwi<'-2 — r y^iJ-yy >-i. 9 g (i 0. 

0 $ y ^e/w) ©N, N-^y ^tfc/wAT 5 K 3 0 m 1 ^Jc, zMSfrb-f h y 

^mi.2z mm 70%, 1 5 . 0 5 y ^-/o «rjn*. 2 h#Fi8&# ufc» 

mk*> y *A2. 1 g (1 5. 0 5. ])^r/V) s PVtfy y h 2. 3 g (1 5. 0 5 
25 RT$4 —-fn ^ f-)V- 5-^bo-3 -i?7/^n y fvl'- 1 — y 9v^— 1 H 
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-lfy/-;V2. 6 g (1 0. 0 5 V ZMZ., JEfc£ircl 5i$ta#Lfc 0 R 

5 "CttjRU (n D »=l. 5 18 3) 03-(5-^OB-3-i?7/V 

^-a y 1 - ^ fju- 1 H- If 7 ✓—A'- 4 — < ^/Vf-^") - 5 , 5 -S? 

^ ^v- 2 — r y tf-*f-y r/2.ig or* 68.0 %) &#fc 0 

CH-NMRH (CDCVTMS 8 (ppm) ) : 6. 70 (1H, t, J=54. 2Hz) , 4. 24 (2H, s) , 
3. 86 (3H, s) , 2. 80 (2H, s) , 1. 42 (6H, s) 
10 <H3fe#|3 0> 

3-(5-^ nn-3 Tv*- 1 -y 1 H — tf y 7*— /W- 4 
— - f^f^A'*s/i') -5, 5— ^y^vv-2 — fy^ihyy^ CWSWft; 
^#f3-0 0 1 8) 

3-(5-7up-3 - i?7^*P y ^/V- 1 -y ?VV- 1 H- If 9 */—A'— 4 

15 -iwy^/v^) -5, 5-^y^/v-2— fy^-^yy>-i. 8 g (5. 8 5 

H/v)©^nn*Ml 5ml$?$fc % :fcftTsm-7 0uig£jg < #$3. 6 g (*fi 
g7 0% 14.5 3; I)**)***., £itC2 2^«#Ufc 0 Rj£il*T«, Rfc 

#J£iS W7 8~7 9t) ^3-(5-^PP-3-^7/UP^f/>-l-> 

fvv- 1 H- 1°7 y-/w- 4 -- -f ;vy - 5 , 5 - $?y 5vv- 2 - 

^ytwyyi.7g (te$8 5.9%) m 

OH-NMRflt (CDClj/TMS 5 (ppm) ) 6. 80 (1H, t, J=54. 8Hz) , 4. 60 (2H, s) , 3. 91 (3H, s) , 
25 3.08(2H,s), 1.51(6H,s) 
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<^WJ3 1> 

5 , 5 -itt^/V— 3 - ( 5-^^-/1 — 3 - h ]) Z7;v^ru * y^yS^/U 
_ 4 _, 4A,*&A^Hr) -2 — fy^t^y^ (*i^W4-000 
3) <OWk 

5 5, 5 f 3 - ^ f^M-^- 2 y*#t % / y ^0. 4 g(2. 

3 5 V t/U) (ON, N— fA^MT? K 1 Oml jjfUlC., Tkflft-ffc^ h y £ AtK 

jftntoo. 4 g («ft7 0%. 4.6 5 ves\')*imx.2mmm.WL'tio ^<o^ mm* 

!)!>A0.3g(2.3 5!J ^EvV) N P >tf !)jrh0.4g(2.35P ^/V) S-t^ 4 - 
•fxi — 5-^^-3- bP7/Vtn^f;WyW^0. 5 g(l. 

io 8 * v^M ^.icmwe 1 4 mmmn ^tc 0 mj&&T&, K!&mm*7k<p 

A-Cf£&bfc„ «JEET»jK«re*U. aiSESrVy *>>*/^ 7 A* p-v b ^ 
77^- (Jg|B^«| : ^"9- ^-»Bfe*^»^»«ID -Vnm U 5 . 5 - 
- 3 — (5 — ^ 3 - h P * f-fl"< V ^r-W—jU— 4 — /l^ ^/V^ 

15 -2-^mt/W0.4g (ifc^7 0.0%) £*§fc 0 

( 1 H-NMR'tt (CDC1 3 /TMS 5 (ppm)) : 4.11(2H, s), 2.77(2H, s), 2.54(3H, s), 
1. 42(6H, s) 

ogams 2 > 

5, 5 - ^ 3 - ( 5 - ^ f 3 - b J/ p ^ f /W y /- As 

20 - 4 — 4 As* - 2 y^l^ y V (*35W<b-&4fc»#4 - 0 

0 0 1) 

5, 5— 9 J*<f-fr— 3-(5-><9vV-3 - Ml7;Vtn^f/Wy^rt , /-A' 

-2— ytwy^o. 4 g (1. 3 5 y^vW)tf>* n 
o 7j>;WA 10ml Tk^T^ m- >7 P B 0 . 8 g GK£ 7 0 %, 3 . 
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5~13 6t)©5,5-^ f-JV- 3 - (5 -y fvV- 3 - h V VjVirn y ?vW 

5 y^i^A- /w-4->f/j/^f-/v^*^/v) -2--fytwyyo.4g or 

$9 5. 0%) £#fc 0 
CH-NM (CDClg/TMS 8(ppm)) : 4.54(2H, s), 3.11(2H, s), 2.61(3H, s), 
1.52(6H, s) 
<H»3 3> 

10 [(5 p o - 3 f A'-f Vf 7^-4 - 5, 5 

?vv- 2 -> ( y^f-v y ^ (*«^-&tt*-?-4 - o o o 4 ) o$m 
5, 5-^y ^w-3-y^/v^/i'*^/i'-2— r y**-y-y y yo. s 9 g (5. 

OO'D ^r/V) (ON, N-^y f;^/VA7 $ KlOml iSKte, MT'tK«^ h 
V V A 0 . 8 2 g Gffi& 7 0 %, 1 0. 0 0 S V 2 BftKSfcftLfco 

15 t«bjc^**y ?AO. 7 0 g(5. 0 0 5 U^A-h oy#!)yh0.7 

8 g (5. 005!)^)RD!5-^o-4-^ci^/P-3-^Myf7 
-/-;vo. 9 l g (5. 0 0 5 y*A0«riP^ ItiMH#Lfc, £&iH7?£ 

20 y/V^^P-r ^77^T'SSSU [(5-^BB-3-^/MVf7/ 
-yl— 4 -J /V) - y fW^*] - 5 , 5 - V* f-A- 2 -4 y V 1 . 3 

8g(lR*:Jfc««J)*1*fc. 
<Hlfe0!I3 4> 

[(5-^BB-3 -tf-Ar-j yf7/-/V- 4 ^7V*/V2fc:=:/V] 
25 -5, 5-^f^-2-^ytWJJy (*HTO^#-§-4-0002) © 
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mm 

[(5-^CJn-3-^^— - f yf7/-;V-4-'f/l')-^fm]-5 > 5 

-s^^vv— 2—4 vtt-v-yv yi. 3 8 g (5. 0 05 d^o^pb^ 

2 0ml», m-^Pnii^,&#^2. 9 6 g (#6^7 0%, 1 2. 0 0 5; y^E- 
*i/VJ»-r?nmi<tc 0 MJET^Sr^feU mk^yVXf^l} yy? 

7j~-x*mmu (m&i 1 3~i 1 4<o ©[(5-^0-3-^ 

10 A> — i y f-T V—lV- 4 — < M — y =f-jV7s;V-fc~;V\ — 5,5—S?* <f-As— 2 — < 
y UrttV V is 0 . 6 5 g (ifc^4 7 . 0 %) «r#fc 0 

( 1 H-NMR'filL (CDC1 3 /TMS 5 (ppm) ) 8. 89 (1H, s) , 4. 67 (2H, s) , 3. 05 (2H* s) , 
2. 59(3H,s), 1.51(6H,s) 
<H»!l3 5> 

15 5, 5-^y^/k-3-[2, 5-^y^-4-(l-y f^W^/xf^)- 

<f-jf7 z^is-z-ydv* - 2 — T Vir^V V > tt569ftb£4b*-9- 2 
•-0 0 0 2) <Dm& 

3 - ( 4— T-fe^/V- 2 , 5 - v>y f-A^-^y at y- 3 — f /Vy f-jV*?*) - 5 , 

5-^y^-2-{ytW!Jvi. o g (3. 4 ? /i^5 o 

20 ml»jll[|CO-^f^t Ko^V/VT^^iftlWttO. 5 7 g (6. 8 ^ y^^)£Ifc 
BW- by*J»o.56g(6.85;y ^/v) &*D;i. 3I«ET, 5 BfrlKHJBfLfc. 
T*IH*, £J&^$i£/kfc:&#\ ftS^f/^ifflLfco #6»^*:#HMISr**5J: 

25 m-tfimU Htfe***©5, 5— ^^^/V-3-[2, 5-5?*?7V-4-(l- 
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U^O. 4g(3 6. 4%)£#fc, 

('H-NMRit (CDCI3/TMS 6 (ppm) ) : 4. 21 (2H, s) , 3. 95 (3H, s) , 2. 76 (2H, s) , 2. 38 (3H, 
s) , 2. 34 (3H, s) , 2. 13 (3H, s) , 1. 42 (6H, s) 
5 <»3 6> 

5, 5-^^/V-3-[2, 5-^f-/V-4-(l-p« F^W^xf/V)- 

y- 3 ->f/i^ ?vv*/u*=/v] -2-^ y^-^f-y v y (#3§TO-a* 

#■§■2-0 0 0 1) CM 

5, 5—^5^-3 -[2, 5-^^-4-(l-^ F^W^xf/V)- 

io ft7xy-3-^;^fW]-2-^ytW!)yo. 4g(i. 2^y^ 

/V)O^PP^M3 Oml^i^m-^nDMSiO. 6 1 g (M^7 0%, 
3. 5 5 ?T7}c^T^0x.l^WU, X^iTT?l 2^PI^#Lfc„ £ 

h v m^-r h y * atkm> 

fifefe!^®!/!^ 5. 0-9 6. 0^)05, 5 — ^ 5vV- 3 - [ 2, 
4-(l-^h^W5y ^/V) *y-3 -4)V* ?-;VWfc~;\,] - 2 

-<4y**-f/yyo. 3 5 g(8 0%)&#fc o 

20 ('H-NMRft (CDCl/TMS 8 (ppm) ) : 4. 79 (2H, s) , 3. 95 (3H, s) , 2. 93 (2H, s) , 2. 42 (3H, 
s) , 2. 37 (3H, s) , 2. 17 (3H, s) , 1. 47 (6H, s) 
<HJfe0!l3 7> 

5, 5-^^-3 -(4- hy yjvxvt^jv-w^y-z-' i>vj.*f-}\> 

-2-<<( vjt*^/ y y vmrnk^m^ 7-ooo3) omm 

25 5, 5-^^-3-^/^/L'*=-/i/-2-^y^f-/!)y0. 3 g(l. 
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6 5 V ^e/i^ON, N-^ f/l/*;VA7 5 K20ml TMaWfc"*- h V *7 A 0 . 

2 6 g (*fi£ 7 0%, 4 . 6 ^ V SriO*. 1 B^NHJBfcUfc:. M*^»3& 
P ?A0. 2 2 g (1. 6 5; y^/P), visjf-y v hO. 2 5 g (1. 63 U &7JP?U 

Hie 2 ^mift^N 3 -y'p^-y ^vv- 4-hV -y^HrvL y tr y o . 3 

5 g c i . 3 ^ y *ao &*?&T*n*.fco mi&x* 2 j$F«m# u su&n-Tm 

KJ*«S»cSr7kK:aE^x ftKxf;i/-e}fttHLfc„ ».6>tbfc*«Uift**J J:tf*||[ 

l*Ult&lftJ»4fe©5, 5-$*y5vV-3-(4- M)7/Vtn^f/V-f y 
10 3 -^f^ f /l^*) - 2 ->f y t*t % / !» 0. 4 5 g 0W9 8. 9%)=Sr#fc 0 
('H-NMR-Itt (CDC1 3 /TMS 5 (ppm) ) : 8. 98 (1H, s) , 8. 70 (1H, d) , 7. 51 (1H, d) , 
4.47(2H,s), 2.79(2H,s), 1.43(6H, s) 
<^WJ3 8>. 

5 , 5 -S*y T-Ar— 3 - (4 - h y -7^X1 y f-)V- \f y 3 — i /Wy f-jV 

15 ^/v-jJn^/v) - 2 ->r y ^iJ-y y ^ 7-0001) *5«ttf 

5, 5 3 — (4 — h V y ^ V-N- K- 3 

-> T /^y ^vws^tJwv) -2 — f y y v C^SM-fts-fr*** 7-000 

2) 

5 , 5 -s?y ^-a-- 3 - (4 - b y y/v^-n y ^yv- if y 3 — f /vy 

20 ft)-2-^fy^tyy>' 0.45g (1.6^^)0^00*^20 
ml^ m-^PPffl*Af»0.77g (^70%, 4.5^^ 



WO 02/062770 PCT/JP02/01015 

210 



&(M&7 7. 0~8 0. 01C)©5, 5-^f;W3-(4-M)7/Vtn^f/V 

- tf y i?y- 3 -ivvy 5vv*/v*~/v) -2— f y ^if-y yyo.06g (W 
1 2. 0%) *3<};U? gMSd^l 1 4. 0-1 1 6. ot:)©5, 5-^5vv- 
5 3 - (4 - hV yivj-u* f/V- M ]} Ify K- 3 -< ( 
=/l^)-2-^y^f-yy ^0. 1 2 g 01X^2 3. 1 %)£#£„ 
5, 5-i?y^v-3-(4- by 7;v^-ny^-t°y^^-3-^;vy^^ 
;W*^;V) - 2 ->f yttW ]) V 
('H-NMRit (CDCI3/TMS 5 (ppm) ) : 8. 98 (1H, s) , 8. 84 (1H, d) , 7. 64 (1H, d) , 4. 92 (2H, 
10 s), 3.09(2H,s), 1.52(6H, s) 

5, 5-i?y^-3-(4- YV P S^-M-**^ K- 3 - 

-r /m ^wx/v^^/v) - 2 — < y y J' 

( l H-NMRfil (CDCVTMS 6 (ppm) ) : 8. 50 (1H, s) , 8. 25 (1H, d) , 7. 59 (1H, d) , 
4.81(2H, s), 3.12(2H,s), 1.53(6H, s) 
15 <mffiM3 9> 

5, 5-^y^/v-[(4-y h y y 5^-5- 

-Y /v) - y ?a>7*} -2-4 y**f- y y y (*m<b&®%% 8-0002)0 

5, 5-^y^/v-3-y^/^7v*c=/^-2— fy^f-yy ^0. 3 5 g(2. 
20 0 0 5 y (O v>y fvw*/WA7 5 K 1 0 m 1 gm-ezfcM^ F y # A 
0 . 3 2 g offig 7 0 % 4 . 0 0 $ y *7V) fcjq*. 2 #wft#Lfc. 

+fc***&Ifc* U !>A0. 2 8 g(2. 0 05P*/V), P^y y hO. 3 1 g(2. 

0 0 s: y ^5 -y po^ ^/w- 4 -y h 6 - F y yjv-tu y 5vn? 

y 5 i?> 0 . 4 5 g ( 2 . 0 0 § y £ M Mfc^iat? 2 B#TO# Lfco KJS^ 
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!)*»7A^n?h^77>f-«U 5, 5-v?y5vi—[(4-y h=Srv- 
- 6 - h V yjVUrn * f-AsK V $ ^X- 5 -^f AO -y fvl^;*-] - 2 — f VJr^r 
f-yy XO. 5 5 g OR* 8 5. 9%)£r#rt„ 
5 ('H-NMRtt (CDClj/TMS 6 (ppm)) : 8. 81 (1H, s) , 4. 44 (2H, d) , 4. 1 2 (3H, s) , 
2.8K2H, s), 1.45 (6H,s) 
<IMI4 0> 

5, 5-i^y^A— [(4-y b V 7}\>j!rn**f-;V\?y 5 v>V- 5 - 

/i-) - y ^a^a-* - 2 — f y #-*M*-y y v cwswflsfMWi'* 8-000 
10 1) (D$m 

5,5-^^7V- [(4-y h7 7/V^o^^;H^P 5 S^X- 5 

-WA^-y^A^;*-] — 2— yt^t/PyO. 5 5 g (1. 7 1 $ V^r/V)<D^ 
n n * A-A 2 0ml ^{C, 7»TT*m- 7PP i!2cS#^ 1 . O 5 g OKft 7 O %, 

4 . 2 s 5 v ^) 1 mmm.wv. ^.^mm.v4^mmn ufc. rjes»t«, 

^77^--Ci»|iU S^M^Jb (Ml7 5~17 6 < C) <D5,S-i?*?- 
7V-[(4-p< h ]) ^A^ny ?VVfc o y 5 5 -^/W-^^vi^ 

20 7V*~A/) - 2 -- f y Or*^/ !)V0.45g (» 7 5.0 %) <Sr#fc 0 

('H-NMR^i: (CDCI3/TMS 5 (ppm) ) : 8. 89 (1H, s) , 5. 00 (2H, d) , 4. 11 (3H, s) , 
3. ll(2H,s), 1.53(6H,s) 
<HJfeM4 1 > 

3 - ( 5 , 5 -s?y 2 -<< y**-ty yv-3 -- < A^a-y j-jv) -2-b 

25 V 7^tKn-5H-tf7/n[5,l-b][l, 3]**W 
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> (*5BTO^te»*3 - 0 0 3 3) 

^iti-h]) !)A0. 1 1 g(2. 8 5 y^)cON,N-^^*;l^AT5 Kl 
5ml|iit3-[5-^nn-l-(3-t Yv*tV?u fc»- 3 - f> V 7/V 
Or* * ffr- 1 H- tf7 ✓-/I'- 4 -^/W-^V^] -5,5 2 
5 y^f-/-/VO. 8 2 g (2. 3 5: y^e/V) ©N,N-^f;Wi>75 K 

5ml*g»Sr^B.T?»Tbfc. JRTfcTfK KJS*Sc&&aT? 3 0£$#U ^t© 

-Vmhlto «ET*tttr»*U 3- (5, 5-i?*3-A'-2-'fy**Wy 
10 y-3-^^^^)-2- hy7/^np«f-/V-6, 7^tKn-5H-f 
y^p[5, l-b][l, 3]*WV0. 7 7 g(JR*l 0 0%)£#fc o 
('H-NMRftt (CDClj/TMS 6 (ppm) ) : 4. 37 (2H, t) , 4. 19 (2H, t) , 4. 15 (2H, s) , 
2.80(2H,s), 2.31(2H,m), 1.42(6H,s) 
<*&S0ij4 2> 

15 3 -(5, 5-^^-2— (VttWJ y- 3-4 )\s7s]Vfo~)\>**5-jV) - 

2- hVy^^y^/U-G, 7-^fc KP-5H~f7i/n[5, l-b][l, 3] 

^dMJ-^V (*»^b^#*3-0 0 1 9) <D$m 
3 -(6, 7-^fc Ko-3- MJ 7/^n^5 L /l'- 5H-lf7/c[5, 1- 

b][l, 3]^-^^-4-^/V-p«^/V^)-5, 5-^^/V-2--fy^ 
20 f-^y^O. 7 7g (2. 3^y^;W) ©^BP*M^2 0mHC, 7k#T\ m 

- * o nil&Mft 1 . 2 5 g («* 7 0 %, 5 . 1 § 3 fcJOx. 1 H#W»# U 

h y *A*m *XTjA8McT?a*j5fe^L*:«, «s*«bn'^s/^a^« 
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U (M&l 5 1.0-152. 0°C) ©3-(5, 

ir^y ]} 3 -2-hV ~7?vjm * *5-/v- 6,7- 

Kt3-5H-t P 7^t3[5, 1 -b][l, 3]^"#-^^^0. 3 6 g (!«4 3%) 

OH-Mfltifc (CDC1/TMS 5 (ppm) ) : 4. 47 (2H, s) , 4. 40 (2H, t) , 4. 23 (2H, t) , 
3.09(2H, s), 2. 34(2H,m), 1. 50 (6H, s) 

nk\^ [i] ^ir^^m^m^^mm^mm^m^m^i 1 
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114-115 


3-0111 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 C=CMe 


CF 3 


115-116 


3-0112 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CHF 2 


OMe 


72-74 


3-0113 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


CHF 2 


CF 3 


108-109 


3-0114 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 CHF 2 


CI 


99-100 


3-0115 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 CHF 2 


CF 3 


107-109 


3-0116 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 CF 3 


CI 


135-136 


3-0117 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 CF 3 


CF 3 


112-115 


3-0118 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 OMe 


CI 


87-89 


3-0119 


Me 


Me 


H 


H 


2 


H 


H 


CI | 


CH 2 OMe 


CF 3 


125-128 


3-0120 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 OEt 


CI 


97-98 


3-0121 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 OEt 


CF 3 


128-129 


3-0122 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 CH 2 OH 


CI 


79-81 


3-0123 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 CH 2 OH 


CF 3 


93-94 


3-0124 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 CH 2 OMe 


CI 


102-104 


3-0125 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 CH 2 OMe 


CF 3 


118-119 


3-0126 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 CH 2 OEt 


CI 


56-59 


3-0127 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 CH 2 OEt 


CF 3 


118-119 


3-0128 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 SMe 


CI 


103-105 


3-0129 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 SMe 


CF 3 


128-129 


3-0130 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 S0 2 Me 


CI 


157-159 


3-0131 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 S02Me 


CF 3 


165-166 


3-0132 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


OTT /ITT p/\ A Jt — 

CH 2 CH 2 S0 2 Me 


CI 


ICC 1 C7 

155-157 


3-0133 


Me 


Me 


H 


H 


2 


H 


H 


CI 


/\m nu c/~\ xi A 

CH 2 CH2S02Me 


CF, 


J0O-J05 


3-0134 


Me 


Me 


H 


H 


2 


H 


Tt 

H 


CF 3 


CH 2 ON 


CI 




3-0135 


Me 


Me 


H 


H 


2 


TT 

H 


H 


Gl 


/-iTj r*Kf 
UH 2 UN 


Of, 


1 1 7-1 1 SI 
11 /-l lo 


3-0136 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 C(=O)0Et 


CI 


127-129 


3-0137 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 C(=O)0Et 


CF 3 


143-145 


3-0138 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 C(=0)NH 2 


CI 


173-174 


3-0139 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 C(=0)NH 2 


CF, 


182-183 


3-0140 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 C(=0)N(Me)2 


CI 


142-143 


3-0141 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 C(=0)N(Me) 2 


CF, 


181-182 


3-0142 


Me 


Me 


H 


H 


2 


H 


H 


CF 3 


CH 2 C(=0)Me 


CI 


148-149 


3-0143 


Me 


Me 


H 


H 


2 


H 


H 


CI 


CH 2 C(=0)Me 


CF, 


163-164 



WO 02/062770 



PCT/JP02/01015 



220 



3-0144 

3-0145 

3-0146 

3-0147 

3-0148 

3-0149 

3-0150 

3-0151 

3-0152 

3-0153 

3-0154 

3-0155 

3-0156 

3-0157 

3-0158 

3-0159 

3-0160 

3-0161 

3-0162 

3-0163 

3-0164 

3-0165 

3-0166 

3-0167 

3-0168 

3-0169 

3-0170 

3-0171 

3-0172 

3-0173 

3-0174 

3-0175 
3-0176 
3-0177 
3-0178 
3-0179 
3-0180 



Me 

Me 

Me 

Me 

Me 

Me 

Me 

Me 

Me 

Me 

Me 

Me 

Me* 

Me 

Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 

Me 

Me 
Me 
Me 
Me 
Me 
Me 



Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 



Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 
Me 

Me 

Me 
Me 
Me 
Me 
Me 
[Et 



H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 



H 2 H 

H 2 H 

H 2 H 

H 2 H 

H 2 H 

H 2 H 

H 2 H 

H 2 H 

H 2 H 

H 2 H 

H 21 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 

H 2 H 

H 2 H 
H 21 H 
H 2 H 
H 2 H 
H 2 H 
H 2 H 



H 

H 

H 

H 

H 

H 

H 

H 

H 
H 
H 
H 
H 
H 
H 
H 
H 
H 
H 

H 

H 
H 



CF 3 
Me 
Me 
Et 
Pr 
Pr-i 
Bu-t 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 

CF 3 

CF 3 
CF 3 
CF 3 
CF 3 
CF 3 
CF 3 



CH 2 CH2C(=0)Me 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

Ph 

(2-Cl)Ph 

(3-Cl)Ph 

(4-Cl)Ph 

(4-F)Ph 

(4-OMe)Ph 

(4-Me)Ph 

(4-N02)Ph 

(4-CN)Ph 

(4-C(=0)Me)Ph 

(4-C(«0)OMe)Ph 

Pyrmidin-2-yl 

4,6-Dimethoxypyrmidin- 

2-yl 

S02Me 

SOzPh 

C(=0)Me 

C(=0)Ph 

C(=0)OMe 

Me 



CI 

Me 

CI 

CI 

CI 

CI 

CI 

H 

Me 

CF 3 



OMe 

OEt 

OPr-i 

OPr 

OBu-t 

OCHF 2 

SOzMe 

CN 

CI 

CI 

CI 

CI 

a 
ci 
ci 
a 
a 
ci 
ci 

ci 

Cl 
CI 
Cl 
C! 
Cl 
Cl 



WO 02/062770 



PCT/JP02/01015 



221 



3-0181 


Me 


Me 


H 


H 


0 


H 


H 


CHF 2 


Me 


CI 


1.5183 


3-0182 


Me 


Me 


H 


H 


0 


H 


H 


Ph 


Me 


CI 


76-77 


3-0183 


Me 


Me 


H 


H 


0 


H 


H 


CF 3 


Bu-t 


OMe 


1.4831 


3-0184 


Me 


Me 


H 


H 


0 


H 


H 


CF 3 


CH 2 C0<>)NH 2 


CI 


179-180 


3-0185 


Me 


Me 


H 


H 


0 


H 


H 


Me 


Ph 


CI ; 


58-60 



m 4 







R 


R 2 


R 3 


R 4 




R 31 










a 






i 






















R 32 








R 2 


R 3 


R 4 


n 


R 5 


R 6 


Z 3 


R 31 


R 32 


(n D 20 ) 


4-0001 


Me 


H 


H 


2 


H 


H 


o 


CF 3 


Me 


135-136 


4-0002 


Me 


H 


H 


2 


H 


H 


s 


Me 


CI 


113-114 


4-0003 


Me 


H 


H 


0 


H 


H 


o 


CF 3 


Me 




4-0004 


Me 


H 


H 


0 


H 


H 


s 


Me 


CI 




4-0005 


Me 


H 


H 


2 


H 


H 


o 


Me 


Me 


178-179 


4-0006 


Me 


H 


H 


2 


H 


H 


o 


CF 3 


OEt 


89-91 


4-0007 


Me 


H 


H 


2 


H 


H 


o 


Ph 


Me 


81-83 


4-0008 


Me 


H 


H 


2 


H 


H 


s 


Me 


OEt 


109-111 
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Si 5 



R 2 R 3 R 4 




# 


R 1 


R 2 


R 3 


R 4 


n 


R 5 


R 6 


Z 4 


R 33 


R 34 




5-0001 


Me 


Me 


H 


H 


2 


H 


H 


Nme 


CI 


Me 


114-115 


5-0002 


Me 


Me 


H 


H 


2 


H 


H 


Nme 


CI 


Et 


107-108 


5-0003 


Me 


Me 


H 


H 


2 


H 


H 


Nme 


CF 3 


H 


142-143 


5-0004 


Me 


Me 


H 


H 


2 


H 


H 


NCHF 2 


-(CH 2 ) 4 - 


123-125 


5-0005 


Me 


Me 


H 


H 


2 


H 


H 


NPh 


OEt 


Me 


1.5397 


5-0006 


Me 


Me 


H 


H 


2 


H 


H 


NPh 


OCHF 2 


Me 


1.5339 


5-0007 


Me 


Me 


H 


H 


2 


H 


H 


NPh 


CF 3 


H 


99-101 


5-0008 


Me 


Me 


H 


H 


2 


H 


H 


NPh 


OCH 2 CH=CH 2 


Me 


87-90 


5-0009 


Me 


Me 


H 


H 


1 


H 


H 


NPh 


OCH 2 CH=CH 2 


Me 


1.5702 



*1 6 









R 1 - 


4 


R 


3 R 


4 


R 86 


r>35 














>• 


f 

"s(o)e-c- 

R 5 






# * 


R 1 


R 2 


R 3 


R 4 


n 


R 5 


R 6 


Z 5 


R 35 


R 36 




6-0001 


Me 


Me 


H 


H 


2 


H 


H 


NCHF 2 


-(CH 2 ) 4 - 


mew 


6-0002 


Me 


Me 


H 


H 


2 


H 


H 


NPh 


H 


OEt 


107-108 


6-0003 


Me 


Me 


H 


H 


2 


H 


H 


NPh 


H 


OCHF 2 


1.5383 


6-0004 


Me 


Me 


H 


H 


2 


H 


H 


0 


Me 


H 


100-102 


6-0005 


Me 


Me 


H 


H 


0 


H 


H 


NCHF 2 


-(CH 2 ) 4 - 


1.5264 
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1 7 



R 2 R 3 R 4 



38 r>39 




T>37 ^ 
K 1 


(O) 


* 


R 1 


R 2 


R 3 


R 4 


n 


R 5 


R 6 


R 37 


R 38 


R 39 


R 40 




H»f^(n D 20 ) 


7-0001 


Me 


Me 


H 


H 


2 


H 


H 


H 


CF 3 


H 


H 




77-80 


7-0002 


Me 


Me 


H 


H 


2 


H 


H 


H 


CF 3 


H 


H 


N-oxide 


114-116 


7-0003 


Me 


Me 


H 


H 


0 


H 


H 


H 


CF 3 


H 


H 






7-0004 


Me 


Me 


H 


H 


2 


H 


H 


H 


H 


H 


H 




130-131 


7-0005 


Me 


Me 


H 


H 


2 


H 


H 


H 


H 


H 


H 


N-oxide 


166-16S 


7-0006 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Ph 


H 


H 




118-120 


7-0007 


Me 


Me 


H 


H 


2 


H 


H 


Ome 


Ph 


H 


H 




105-106 


7-0008 


Me 


Me 


H 


H 


2 


H 


H 


CI 


Me 


H 


H 




115-116 


7-0009 


Me 


Me 


H 


H 


2 


H 


H 


Ome 


Me 


H 


H 




134-135 


7-0010 


Me 


Me 


H 


H 


2 


H 


H 


Me 


Me 


H 


H 


N-oxide 


198-199 


7-0011 


Me 


Me 


H 


H 


2 


H 


H 


Ph 


Ph 


H 


H 




161-162 


7-0012 


Me 


Me 


H 


H 


1 


H 


H 


H 


H 


H 


H 




97-99 


7-0013 


Me 


Me 


H 


H 


0 


H 


H 


(2-Chloropyridin- 
3-yl)methylthio 


H 


H 


H 




154-155 
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$tl 8 













] 

R 1 - 


l 2 R 3 I 


l* 


R 43 




















N 


S(0)j 


**• / 

R 42 


/)— R 






## 


R 1 


R 2 


R 3 


R 4 


n 


R 5 


R 6 


R 41 


R 42 


R 43 


iS^T^nD 20 ) 


8-0001 


Me 


Me 


H 


H 


2 


H 


H 


H 


OMe 


CF 3 


175-176 


8-0002 


Me 


Me 


H 


H 


0 


H 


H. 


H 


OMe 


CF 3 




8-0003 


Me 


Me 


H 


H 


2 


H 


H 


H 


CI 


CI 


119-120 


8-0004 


Me 


Me 


H 


H 


2 


H 


H 


H 


OEt 


CF 3 


94-95 


8-0005 


Me 


Me 


H 


H 


2 


H 


H 


H 


OMe 


OMe 


186-187 


8-0006 


Me 


Me 


H 


H 


2 


H 


H 


Me 


OMe 


CF 3 


143-144 


8-0007 


Me 


Me 


H 


H 


2 


H 


H 


OMe 


OMe 


CF 3 


144-145 


8-0008 


Me 


Me 


H 


H 


2 


H 


H 


SMe 


OMe 


CF 3 


160-162 


8-0009 


Me 


Me 


H 


H 


2 


H 


H 


S0 2 Me 


OMe 


CF 3 


144-146 


8-0010 


Me 


Me 


H 


H 


2 


H 


H 


NH 2 


OMe 


CF 3 


208-209 


8-0011 


Me 


Me 


H 


H 


2 


Pr-i 


H 


H 


H 


CF 3 


112-113 


8-0012 


Me 


Me 


H 


H 


0 


Pr-i 


H 


H 


H 


CF 3 


1.4986 
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1 9 



R 2 R 3 

1 -Hr B 



a N >X S(OVC-Y 1 

R 5 



TLi PI 'WJ 

# # 


R l 


R 2 


R 3 


R 4 


n 


R 5 


R 6 


Y 1 


ffl#f^(n D 20 ) 


9-0001 


Me 


Me 


H 


H 


2 


H 


H 


Pyridin-2-yl 


116-118 


9-0002 


Me 


Me 


H 


H 


2 


H 


H 


Pyridin-2-yl 1 -oxide 


140-143 


9-0003 


Me 


Me 


H 


H 


2 


H 


H 


Pyridin-4-yl 


133-136 


9-0004 


Me 


Me 


H 


H 


2 


H 


H 


Pyridin-4-yl 1 -oxide 


110-113 


9-0005 


Me 


Me 


H 


H 


2 


H 


H 


1 ,2,4-Oxadiazol-3-yl 




9-0006 


Me 


Me 


H 


H 


2 


H 


H 


3-Phenyl-l ,2 5 4-oxadiazol-5-yl 


153-154 


9-0007 


Me 


Me 


H 


H 


2 


H 


H 


3-Benzyl- 1 ,2,4-oxadiazol-5-yl 


108-109 


9-0008 


Me 


Me 


H 


H 


2 


H 


H 


2-Chlorothiazol-4-yl 


110-112 


9-0009 


Me 


Me 


H 


H 


2 


H 


H 


1 ,4-Dimethylimidazol-5-yl 


163-164 


9-0010 


Me 


Me 


H 


H 


1 


H 


H 


Pyridin-2-yl 


81-82 


9-0011 


Me 


Me 


H 


H 


1 


H 


H 


Pyridin-4-yl 


94-96 


9-0012 


Me 


Me 


H 


H 


1 


H 


H 


1 ,4-Dimethylimidazol-5-yl 


138-140 


9-0013 


Me 


Me 


H 


H 


0 


H 


H 


1 ,4-Dimethylimidazol-5-yl 


1.5427 
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*2 0 















R 1 


R 2 




















t R* 

rstoirC-Y 1 

R 6 




# 


R 


R 


R 


R 


n 


_ c 

R 


_ A 

R 


Y 


B^(n D 20 ) 


10-0001 


Me 


Me 


H 


H 


2 


H 


H 


Benzimidazol-2-yl 


171-174 


10-0002 


Me 


Me 


H 


H 


2 


H 


H 


BenzothioDhen-2-vl 


181-183 


10-0003 


Me 


Me 


H 


H 


2 


H 


H 


3 -Chlorobenzothiophen-2-yl 


109-112 


10-0004 


Me 


Me 


H 


H 


2 


H 


H 


Benzotriazol- 1 -vl 


206-207 


10-0005 


Me 


Me 


H 


H 


2 


H 


H 


1 -Methylindazol-4-yl 


128-130 


10-0006 


Me 


Me 


H 


H 


2 


H 


H 


Benzothiazol-2-yl 


142-143 


10-0007 


Me 


Me 


H 


H 


2 


H 


H 


Benzothiophen-3-yl 


188-191 


10-0008 


Me 


Me 


H 


H 


2 


H 


H 


5-Chlorobenzottdophen-3-yl 


129-130 


10-0009 


Me 


Me 


H 


H 


2 


H 


H 


Benzoxazol-2-yl 


127-129 


10-0010 


Me 


Me 


H 


H 


2 


H 


H 


3-Metfaylbenzothiophen-2-yl 


161-163 


10-0011 


Me 


Me 


H 


H 


2 


H 


H 


3-Bromobenzothiophen-2-yl 


118-119 


10-0012 


Me 


Me 


H 


H 


2 


H 


H 


Benzofuran-2-yl 


123-124 


10-0013 


Me 


Me 


H 


H 


2 


H 


H 


2-Methylbenzofiiran-7-yl 


135-137 


10-0014 


Me 


Me 


H 


H 


2 


H 


H 


3-Bromobenzofuran-2-yl 


107-108 


10-0015 


Me 


Me 


H 


H 


2 


H 


H 


Benzothiophen~7-yl 


95-97 


10-0016 


Me 


Me 


H 


H 


2 


H 


H 


l-Methylindazol-7-yl 


89-90 


10-0017 


Me 


Me 


H 


H 


2 


H 


H 


3-Methylbenzofuran-2-yl 


111-112 


10-0018 


Me 


Me 


H 


H 


2 


H 


H 


3-Chloro- 1 -methylindol-2-yl 


162-165 



?})**i'/\'m7JVF**i/J*l 8 2. 7 g (2.0 5^/V) ©1,2-^ h^f- 
V^W2, \ 6 5~7 0 < C-CN-^nnCfj:<^5 K5 3 4. 0 g (4. 
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4 0. 0 g (14. 4^e/V) St^TKl Oml «r#H)fcfcflU 2-^^7°o^V3 6 0. 

5 W03-^no-5, 5 -v^^A— 2 — f yt^tyjJ yi07.7g 0K^4 
0. 0%) 

OH-NMRH: (CDCVTMS 5(ppm)) :2. 93 (2H, sh 1.47(6H, s) 
<##0»J2> 

3-^nn-5-^/W-5-^^^-2— ry^-^r-y-y •/ 
10 ^!)^^T;vm^2 0.6g (2 3 1.7$!;^) ©1,2-^ 
h^r^oi^^5 0 Oml 6 0^-eN-^noC|j:<^ $K6 1.9g(4 

6 3.4 5: U^t/P) S:^^tCiB^fc 0 ^Px^ofc^, 1 O #flMH*aWifcUfc:. #: 
fc, TkiftT, 2 3vV- 1 -Z/T^ 50ml (463.4S.2J -^/V) , ^tK^I 
*!)!7A98.9g(1 6 2 25J) ^e/U)RXJ^7k 10ml SriDx. 1 2 ^«#bfc 0 

OTtt^^^s-^an-s-^^v- 5-^^-2-^r yt^-t/yyi 3. 

9g (1R^4 0.6%) £#fc a 

('H-NMR-Itt (CDCI3/TMS 5 (ppm) ) :2. 91 (2H, ABq, J=17. 0, A v =46. 1Hz) , 1. 73 (2H, q) „ 
20 1.42(3H,s) N 0.96(3H,t) 
<###J3> 

3 -*<l/*S)\Sf-1r- 5 , 5 - i?t f-fls- 2 — T VttW V l/<DM:£ 
^y^;V^^y2. 8 g (2 2. 5 5 U^/V) ON, N-^^f;V*/VA7 

5 K5 om i mm\^ ****r % m*%m# y ? a 3 . 2 g (23.2^ 

25 ^3-^PD-5,5-^f;V-2--fyt^ty^3.0g (22.55!) 
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yy^-x^mu n&mwmn mmn t »=i. 5521) ©3— <>*>a*? 

5 5, 5-^5vv-2 — (y**^/V vz. 1 g (iR$6 2. 0%) £#fc 0 

( l H-NMRtt (CDClj/TMS 5 (ppm) ) : 7. 24-7. 39 (5H, m) , 4. 26 (2H, s) % 2. 77 (2H, s) s 
1.40(6H,s) 
<##M4> 

3- (2, 6--^7/i'^-n'<^^;v^;V>'^=^) - 5 -^.f-jv- 5 

10 2— f y*=H^/y ^o^5t 

3- (2, 6-^:7/1^0^^/1^;*-) -5 -^^-5-^^-2-^ 
ytW!Jy4. 1 g (15.0 5 ©^aa*M5 0ml», 

m-;7Pnii£E#^4. 6 g (i^7 0% s 18.8§P*A') 1 R$|H 

ft#Ufco HfcafflLT»l 2^TO^Ufc 0 EJfcfcTI*. EJS8«£3)c+fc 

m:^*y-y-m®^T/vm&®m) xnmu sm* ok^s o tot) ©3 

- (2, 6-^!7/M-n^S>/V*/K7^:^) -5-^/1—5-^/1—2- 
20. /fy*WP>1.5g (»34.8%) £#fc„ 

PH-MflHt (CDCI3/TMS 5 (ppm) ) : 7. 39-7. 28 (1H, m) N 7. 03-6. 94 (2H, m) % 4. 38 (2H, s) % 
3. 04 (1H, ABq, J=17. 2, A v =85. 7Hz) +3. 12 (1H, s) % 1. 75 (2H, m) , 
1. 44 (3H, s) +1. 41 (3H, s) , 0. 97 (3H, m) 
<##095> 

25 3 - ( 2 , 6 — 'Jy^n^y *?;VWfc-;V) - 5 5 -/ 2 
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3 - (2,6- *?7 ;v$-xi^i/i?;v^j\s7 j — 5 —xf-fl*r- 5 — y. 5vv— 
2-/fytW!)yO. 8g (2.8^U^-/W) ©^DD*;l/A5 0ml», 
*»T^ m-^nnii&JMH&l. 0 g («7 0%, 4. 1 5; y^E/V) SrJq^lPt 

10 CD 3 — (2,6— i^7/^a-^>'i?/^/^3^c=/V') — 5 -zc^vl— 5 — ^/V— 2 
->fy*W!)yo.6g 01**7 5.0%) £#fc„ 

( l H-NMRtt (CDCI3/TMS 5 (ppm) ) : 7. 36-7. 46 (1H, m) % 6. 98-7. 04 (2H, m) s 4. 73 (2H, s) % 
3. 04 (2H, ABq, J=17. 2, A v =51. 1Hz) N 1. 77 (2H, q) % 1. 46 (3H, s) „ 0. 97 (3H, t) 
<#%#!6> 

15 5, 5 —i?? fjv— Z- ff-)V7.}Vfo~jv- 2 -<< y-ir^^/ V is<DWk 

— 5, 5-2^9vv-2-^ y^wy vi 43. 0 g (1.07^- 

pis-rhv v&ixmmi. ok g (tti5%, 2. 1 4^v) «t«tu 

ire 12 i$mjft& bf-o RJSIITSU ^^Sr7kt>^at*S^^^/^ttm brc„ 

*£$££©3cU 5 , 5 -i^pi f-J\>- S-tJ-tV?-*- 2 -4 V**^/ V Vfc 1 1 
5.0g (lfc*7 4.1%) '&1t 0 (7 4 1.2^y^l/) ^pp*M 

1 1 Kli&fcU SkJ^T^ m-^oPjfi^AS»3 9 2. 0 g (*fi£7 0%, 1.5 9 
^/v) SrJP;! 1 i$IHHft& Lfc XfcSBTC l 2 Ufc 0 KJSH*T«, 
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* (M8 2~8 4°C) <D5, 5-i?*3 L ;V-3-*^/VXj]sfc=./V-2~4 
Wpy77.6g (»59.1%) £#fc 0 
5 PH-NMRlit (CDClj/TMS 5 (ppm)) :3.26(3H,s), 3.12(211,8), 1.51(6H,s) 
<##^7> 

5,5-^ fvw- 3 -^/vf-ir- 2 -J V y i/<dW£ 

^fyvy/v*:/*:^ 6 o. o g(9. o^/i^&cfctfTk^b-?- V V >>A3 6 o. 0 g 

10 (9. 0*/V)(Dfrmfcl 5 0 0ml ^D^.fc 0 -fc©£ % 6 0~7 0<CT?1 6R#|i3& 

yy<o&{b-a^2 7 0.0 g#fc o 

15 <#%^8> 

5, 5— ^^;u-3-^/^;v*^/v-2— Yy^-drf-/y y<£>s&it 
5,5-^ 3 - af-ivf-*- 2-4 y **f-y y 270. 

0 g ( 1 . 7 £^ d u 1.01 U *ftT\ m-?u oii^cSW 

1 0 5 0 g (ffi7 0%, 6. 1*/W) ^^.l^TO^U *r©^ Htl^ifi-C 

20 12 mmmw vit 0 En&mmm, m Ltcm-? * ngmmzmi u mi 

^■fyX-ftfrU 5, 5-S>^5 1 /l'-3-x^/^/WlKr:/V-2—1 > 

y^f-yy^i 3 3. 6 g (W6 5.4%) &#fc 0 

25 <##0J9> 
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1 -Z7^=.;V~ 3 - hV * J-J^— 1 H - tfy 5 - -fr—jVCDW, 

it 

h V -7/M-n7-fe: hf^Bt^J^^A^S 4. 1 g (1 8 4. 9 ^ y=£A>)<r>^# 
/— /V5 0 Oml»7x=/Vt K7^X2 0 g(184.95 y^A^XlflMtt 

* 1 H- tT 9 ^-/V- 5 /L> 3 7 . 1 g (UK* 8 7.9 %) £#fc e 

( l H-NMRtt (CDCI3/TMS 6 (ppm)) : 7. 68-7. 41 (5H, m), 5.86(1H, s), 3.71(lH,s) 
10 <#%#|10> 

5-^oo-l-7x=;l/-3- h !) ^ f /V- 1 H - If 7 4 

-ijjvi^TA^fyi Y<n>Wk 

N,N-^f;V*;VA7 5 K7.7g(10 5.2 ^ V fc, *?&T» 
t^D>3 3. 6 g (2 1 9. 1 5 y^-^)^PX.fco ^{-s i?flT'l-7xn^- 3 
15 — MJ ^vV- 1 H- t°7 *S— /V— 5 — A- 20g(87. 75P 

20 TfHfiRU 6feig|©5-^oo-l-7x=/V-3-h y 1 H 

-tT7^~ /V-4-*7V#T/V7*t Kl 9. 1 g (JR*7 9.1%) £r#fc 0 
( I H-NMR'fii! (CDCVTMS 6 (ppm)) : 10.06(1H, s), 7.57<5H, s) 
<##0U 1 > 

(5-^Dn-l-7j=;V-3-b y 7^— /V- 4 

25 -< ( ;v) - j. ? / -jv<oWfe 
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Tk^b!)^ £A77VS = ?AO. 2 1 g (5. 5 ^^;V)©THF7 Oml^ 
O'CfcJ^U 5 - ^ o p - 1 - 7i=/v- 3 - f il ;v- l H 

- t°7 /u- 4 —b)VifsT)\"T t K3g(10.9^y ^V) ©7f7kKB77 
>-3 Om 1 KMZ.tz 0 35fc 3 0^3 0£Wit#Lfc. KJ£**7«* ft 

- 1 -7*=//- 3 - h !) 7/M*p ^ 1 H— fcfy 4 -^|Vv) - 7? 

y-/V3. 0 g (ft* 9 9. 9%) £#fc„ 
10 ('H-NMRH (CDC1/TMS 5 fan)) : 7. 54-7. 51 (5H, m), 4.71(2H, d), 1.79(1H, b) 
<##0i|12> 

4 -7p^^ 9vV- 5-^pp-1 -7i^- 3 - MJ 7/V^p 7 1 

(5-^ p p - 1 - 7i^- 3 - h U 7;V;*-p^^vV- lH-fy:/— yV-4 
15 --f/V)-^ ^7-/1^3. 0 g (1 0. 9 ^ y-^/l^CPS^rfvKE-- tv1"6 Oml 

1 o tJfc&jfep u HlWby yi.og(3.85y */w) fcjq*., jeic^it? i r# 

*U 663£i&©4 -•fnttT'A'- 5 p p - 1 -7i^- 3 - h V 7/M" 
20 <?)V- lR-\fy V-)V 3 . 6 g (J|g* 9 5.8 %) 

( l H-NMRtt (CDCVTMS 6 dm)) : 7. 58-7. 48 (5H, m), 4.48(2H, s) 
<##0!ll 3> 

5 - 7/l^P - 1 - 7 a ~/V- 3 - h y 7;M*P 1 H- 1°7 7*— ?V- 

25 5 -7 p p - 1 -7z=;V- 3 - h y 7/l^D ^ 9vV- 1 H- tf 7 /— 4 
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K33.0g(120.15!) f-jV^jVfc*?*/ K 5 0 

Oml^fc ^oft*^Al 0. 5 g (1 8 0. 2 5 V */W)SrJP^ % 1 0 O'Cl? 

ix^MDftll, 5 - i -7x=;V- 3 - by ^ 

1 H - ff7 4 - *;l/^T/Wf t K2 6. 5 g (lRa(S8 5. 0%) 

(^-NMR-fit (CDCI3/TMS 5(ppm)) : 9.96(1H, s), 7. 68-7. 51 (5H, m) 
10 <###J14> 

(5— y/V^-u— l -37^;=^- 3 - h V zr/V-frvi l H-t° 7^-/1 — 
4 — f AO * 7 — ^<D»3fe 
TK^b^^^T^h y 6 g (41.0 ^yt/V) A3 OOmlg 

^eieivTK^T. 5-7^*0 - 1 3 - b y iH-t° 

15 7 4 -^;V#7;V7t K26.5g (102. 5 5 D <D*?y — JV 2 

oomi mm&mz.* o<c-?3 o$rmmwvtc 0 Bcj&mr&. Bn&mm***^ 

'✓C AT'Ki b/Co MET^^rW* U ( 5 - - 1 3- h 

y Tvl-- 1 H— tf 7 )V— ; —;V 2 8 . 5 g OR* 1 

20 0 0%) $r#fc 0 

OH-NMRM (CDCI3/TMS 5 (ppm)) : 7. 65-7. 41 (5H, m), 4. 68 (2H, d), 1.73(1H, t) 
<#%M1 5 > 

4 -7*n^e^ ^/i— 5 -7A^-a - 1 -V =^=-jV— 3 - h V 
25 (5-7/i/tD - 1 -?x.—sv-3 — y y 1 n-\f=7V—;v- 
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4-4A')-*#S—A'2 7. 5 g (1 0 5. 7 $ !)^)0^if/H-f^3 0 0 
m 1 or^SpU H#Wb DA/10. 0g(37.0O trTJIlx., KM 

5 KttET»HE***U 4-:/n**^- 5 1 -7x=;v- 3 - MJ 

^ TVV- 1 H- 1'7 3 0 . 3 g (» 8 8.8 %) £#fe 0 

('H-NMRflt (CDClj/TMS 5 (ppm)) : 7. 66-7. 42 (5H, m), 4.44(2H, s) 
<##$]1 6> 

1 -tert-7*^/V- 3 - MJ 7 A* n 7— A- 5 A- 

10 Oil 

1- D 7/i^-nTi? b@£$^rvKt77VW5 5 2. 3 g (3. O^A)©^:? 7 — A 
1 5 0 0ml *§?fcfc:tert-7 , 7 % Afc FyVyfflM&B 7 3. 8 g (3. O^MRXt 
*&tt5 Om 1 SriQjitfcfK 2BPIiDMLt Kf&fcm «ET«SKS:*« 

15 ««-=r^v-!7^-C^Lfcc SffiT8«t*S*U a 

g£ n -"vfrf-yeftfrU 1 -tert-T^A- 3 - h>) 7A*p ^ 

A- 1 H- fc> 7 7-A- 5 /V 3 6 9 . 0 g (Jfc* 5 9.1 %) £#fc 0 

<#%0!|1 7> 

1 -tert-r/fvv- 5-^on-3-MJ 7A;*-n ^ tvV- 1 H-fc* 7 /-/V 
20 - 4 -%>v&T)Vt t K0$H3i 

N, N-^tvv*aA7S K8 7. 7 g (1. 2*A)fcI, fcftTs ^T&fbP 
y462.0g(3.0 *A) SriP&fco fcfcU gjfiT 1 -tert-7*^- 3 - h JJ 7 
^ ^A- 1 H- tf 7 S /-A- 5 -*-A 2 0 8 . 2 g ( 1 . 0 *A) £rjQjifc 

« % 1 owimsiif:. k»t^ p p*aAt?« 
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&&£k<D 1 — tert-^/l — 5-^nn-3-hy :7/l^-n 7 5vl"- l H-k°7 
j/— /u-4— #/M?T/V"r t Kl 3 1. 5 g (IR*2 1. 7%) £r#7c:o 
5 ( l H-NMRitt (CDCl/TMS 6(ppm)) : 9.97(1H, d), 1.76(9H, s) 

<&%m 1 8 > 

( 1 -tert— r^/V- 5-7nn-3-M> 7 f-/V— 1 H- fcT^ 

- 4 — r/v) * y -/V^Mat 

1 -tert- ~7^/V- 5-^Pt3-3-hi; y. ^/i^- lH-^7 A- 

10 - 4 — t K39.9g(156.95J ^/W)©^ ^ 7 —A- 3 0 0ml 

mrn&oxxz&mi'.*mfc*?m-}- Mi^6.5g(i7 2.e 5 y ^/i^ Sr^M- 
«JBET«SK4"«*U (1 -tert-^/l— 5-^ nrt3-3- h y 7/1^ 
15 n 1 H- fc?9 /W— 4 — /V-) 9 J — /V 3 7. 7 g ORSj* 93.6 %) 

('H-NMftfii: (CDCI3/TMS 5(ppm)) : 4.60(2H, d), 1.72(9H, s), 1.58(1H, t) 
<##0dl9> 

4 -^b*^ ^vl"— 1 — tert— "ff-A*— 5-^pn-3- h- V yjV^rn * *f-;V 
20 - 1 H - If 7 V— ^©JKt 

( 1 -tert-y^/V- 5-7nn-3-hiJ ^/W- 1 H- fc°7 jA-tP 

2 g (3 5. 75: y *)V)<D*?^=f-)V=c*- 7VH 00m 
1 1 01CIC?H9U HUtey^l 1. 6 g (4 2. 9 5 y^/V)<SrJp^ HI- 
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lteT»*fcfcfl*U 3vV- 1 -tert-^/V- 5-^PP-3-h 

y 7;V^-P^^/V-lH-t°7^H 0. 0 g »|8 7. 3%)£#fc„ 
<###J2 0> 

( 1 -tert-y^/V- 5-^PP-3-h!l 7/M-p J *f-)V- 1 H- 1°7 /-/V 
5 -4— T/U)-^^ 

iMcf V y ^ ATKfPfe 2 1 . 8 g {MM 7 0%, 2 7 2 . 2 ^ y ON, N- 
V* f;^/VA7^ K 3 0 0 m 1 gSt4 -7n^ tvW- 1 -tert-^/V- 
5-^an-3-hy7/V^-P^^;V-lH-t°7 s /-^4 3. 5g(l 36. 1 5 

10 ^o^/vi-TVV-CttttJ Lfc„ # btiit^m S: A** 

^i/7A«Lfc„ «ffiT»JitfcB*U (l-tert-^V-5-^nn- 
3 - h y ^ ^vv- l H- 1°5 4 — Y/v) 9 vf-it—fr 3 2 . 

3g(t$8 7. 0%)Sr»fc. 

('H-NMR-fit (CDCVTMS 8 (ppm)) : 3.65(2H, d), 1.90(1H, t), 1.70(9H, s) 
15 <###|2 1> 

l-tert-^/U-5-^ h^-3- Hy 7/l^P^/W- lH-tfyV- 
ZVOSSBt 

1 -tert-y^f/U- 3 - h y 7/M"P p< fvl— 1 H— t°y 5 
1 8. 8 g (9 0. 3 $ y^/V)<DN,N-S^5vV*/K£>TS Hi 0 Oml^lC, 

20 &m.vm&Bm#9 9*i5. o g a o 8. 4 s y^) wa^b^/n 9. 

3 g (13 5.50 trTjpx., Xfcl 5B*|BHt#Lfc. fOfi* 

tfejcStSN-^^^A-Cftiitfc. «ET*«te«*U 1-tert 
-7*7VV-5-^ h^riX-3- hy^^P^^-lH-f 7^2 0. 0 g 
25 (JR*9 9.8%)«:ftfc. 
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<###J2 2> 

1 -tert-:/^A-4-^nt2^^-A- 5-* MJ7/vtD^f 
A- 1 H - fc°7 A©|513£ 

1 -tert-z/^A- 5 h 3 - h y 1 H- \f=7 ^/*- 

5 /W2 0. 0g(9 0. HD^O^tQOmlMl^ A'y^AT/Pft K 5 . 
4 g (*/UA7/Vf t KjfcJ* 1 8 0. 2 5: y ^/P)St;iH2 0 m 1 £r*n £ 6 0 °C 

Lfc„ »ET*iStS:95feU 1 -tert-^A— 4 i= n^A- 5 h*ci/ 
10 - 3 - h y T7 A-^p * =5-)V- 1 H- lf7 ✓—A' 2 1 . 7 g 8 9.0%) 3r#fc 0 
<#%0H 2 3 > 

3 - ^ h 3r~>-- 1 - ^ ^A- 5 - h y !7 A;*- p ^A- 1 H- t c 7 /KD^ 

» ■ 

3 - 1 Kn *iy- l =f-ji>- 5-hV 7;^D * 5v>- 1H-If7 ✓—A- 1 
15 O.Og (6 0.2 5 y^E-A) <DN, N-^f/V^A7^ K5 OmljgtC, & 
»THfei<#Bfcfr y^AlO.Og (7 2. 3 5 y^E-A) £.T*3 frfc^Al 2. 8 g 
(90.3 5 y «r*P^, H*-l 5i#W«#L;fc:. S^^T#, SlSSSRSr* 

20 l-^A-5 - h y lH-t'^y— A9. 8 g 01X^9 0. 

7 

<^|2 4> 

4 - ^ o n ^ 3 h 1 — * ^A- 5 - h y ^ ^A- 1 
25 3-^ b df-i/- 1 5 - M) 7/Vto ^ ^/l/- 1 H- 1°7 Al. 0 
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0 g(5. 6 $ V*A')<Dti8t2 5ml», ^7*;VAT;Vft KO. 4 5 g (* 
/UAT/VfK ftftg 1 5 . 0 5 V *M R&WSSt 5 m I £7)fl;i 8 0 °CT? 2 NFROA) 

III : y-ffiia^/Ha* ffiHD -CSIS U-^on^ 5vW- 3 - * h * 
iX- 1 5 - MJ ^ 5vV- 1 H- tf 7 /V 0 . 8 3 g (W 6 

5. 0%) 
<#%092 5> 

10 5 -7-/^n - 1 - p< 3 — hV y^Jrv } ?-A>- 1 H- t°y 4 

5 - $ a n - 1 ^/v- 3 - YV ytvirn * fvv- 1 H- tf 7 fr— 4 - 
#/V#7/l"r t K60.4g(282.75 5J i e/l/)©$?*7-/U*A'***:/ K7 0 0 
m 1 %ML\Zs -fcoflS* V ?A4 2. 0 g (7 1 1. 9 $ y fcjp*., 1 2 0 ~ 1 4 

15 0 "cx- 5 r#to# Lfe. saktmbk; mmm^^mm^f-/>vmm t 

Lfco ^JEET^SrS^t, a*£^>y •bf/vfiy J*? h?y7j-mM® 
M : ^f-^-^^/v^W-C^U 5-7/1^-1-^/1—3- 
h y f-JV- 1 H- If 7 4 - 3 6 . 8 g (« 6 6.0 %) £#fc„ 

20 <###]2 6> 

( 5 - -1-^^-3- bV y/V*n / <?;V- lK-\fy 4 

*^W!7^hy !7A3. 9 g (1 0 2.6$y*/V-) ©^^7-/V5 0 0ml 
tK^Ts 5 -7)V*xi - 1 -^^/V- 3 - h y y/Pjru ? 1 H- tf 
25 y V°-JV- 4 -DiVl&T^T t K 3 6 . 8 g (18 7. 6 5 y ^-/V) <D7* / -/V2 
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OOml mtt&1Xl*.l£* 0°CX-3 0 ftmWft bfc 0 Sfell7W> RJS«F»Sr7. 

/l — 3 - h y ^yp^-n^^-^— 1 — Jls3 5. 
5 4g (W9 5.4%) £#fc 0 
<###J2 7> 

4 -^a^-^ 5 — :7/M-t» - 1 —y- f-fls— 3 - h V * ^-jv- l 

5 - T-yp^-a — 1 — ^ 3 - h y 5vv- 1 H— 4 
10 S — /1/3 5. 4 g (1 7 8. 7 5; JJ ©S^^Tl***- 7VV5 OOml^ 

£r 3 0 TCfcUfciP U =*-fb 5A/.5 4.0g(19 9.5.O ^vl-) ^P^.fc„ Mt 

Ufco MJET?«£B*U 4 - ^ ^ f ;v- 5 - 7;^n - l 3 - 

15 * *f-)V- 1 H- fcf^ V— )V 3 1 . 4 g 8 0.8%) £#tc 0 

<###|2 8 > 

h y 1>A 1 2. 6 g (M^6 0%, 5 2 5.0 $>J^) &J*x?vP:il~ 
X/W-C^IhJx^ ^ h i?xf/vx- fvV5 0 Om 1 &mt Lfc 0 * LT, 1 

20 i^T, 0~1 OtT\ =5ftxf;n 9 4 g(2. 6^)fcj;^3, 

^-^n if^m^J^^ 0g(2 6 2.05!) */u)*;J(jn*.;fc. ^r£>#. 
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ft 3 7. 6 g (»1 0 0%)£#fc o 

OfHMRlt (CDCI3/TMS 5 (ppm)) : 9.09(2H, s), 5.26(lH,s), 4.27(2H, q), 
1.28(3H,t) 
<###I2 9> 

5 1 H- fc'7 /—/I'- 4 -JjfrtfV&^^XTJVlDWk 

(^ h ^ S/tf/l^sW) t p WTlV? fc K27.6g(1925y ; 
^15 0ml ^iC^C^Tv t K7 S?V 6 . 2 g ( 1 9 3 5 V t/U) fcjq*., gfll 

10 f Mi© 1 H- lf7 /^-4 /I'X^f/H 9. 4 g (7 2. 

4%)£#fc 

OH-NMR^ (CDCI3/TMS 6 (ppm) ) : 8. 08 (2H, s) , 5. 30 (1H, s) , 4. 31 (2H, q) , 
1. 36(3H,t) 
<#%0ij3 0> 

15 1 -ae^vw- 1 H- t°7 -J~)V- 4 -*/U#y»3i^3:^^OjjJg 

1 H— 4 - # /P/K 7. tvu 1.5g(10.75P ^/W) 

<DN, N-$?*77l/*/WA73 K5 0ml»Ctl7K^m*y !7A3. 7g(2 6. 
8 5 y 3 2 g (2 6. 6 $ 9 trUU*.* £&T»2 O^ffi^ 

l^mii tfUWR U ft&liittfc® 1 -x^/w- lH-fc°7 4 - 

JfrA'tfl'fcx^/l-ccay/n. 6 g (|$8 8. 9 %)&#£„ 
( l H-NMRiit (CDClj/TMS 5 (ppm) ) : 7. 90 (2H, s) , 4. 28 (2H, q) , 4. 18 (2H, q) , 
25 1.51(3H,t),1.35(3H,t) 
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<##0O3 1> 

3,5-^PP-l — ac^/U— 1 H- 1°7 y—A — 4 -7J ;V^iy^zc^-;V=^^ 

1 — ar^vt/— 1 H— S—fr— 4 -^/l^Vl^^Acc^TVl' 1 . 6 g ( 9 . 5 
5 ^^.N-^PDriK^^ K 5. 1 g(38. 3 ^ V*/^)*tf7X$tmZ- 
A*K 1 6 6 SJ&I*T«L U R&to&WtiL 

10 iO-^JfilfiRUJItett^lfe^S, 5-^no-l-xf;V-lH-f 9^-4 
-j^/P^vaiat^/Uai^y/H . 0 g 0W4 4. 2%) £#fc 0 

OH-NMRfit (CDCVTMS 5 (ppm)) : 4. 36 (2H, q) , 4. 21 (2H, 
q), 1.44(3H, t),l. 38(3H,t) 
<###|3 2> 

15 (3,5-^nn-l l H- fc°^ /V- 4 — -T A-) * J —/^(DM 

a 

Tk^by f^T^§ = ^0. 1 6 g (4. 2 5 ]J^)©fh7fc 
70ml»-5 O'CK^U 3, 5 -S?* a a- 1 -ac^/V- 1 H-lf 7 / 
—/u—4 ~ 3j =f-;\s=c- 7.<t)\> 1 . 0 g (4 . 2 5 V ^e/v) ©7 h7k K» 7 

20 773 0ml«^o< 5IITU 3Efc- 5 O^CT? 3^^Lfc 0 KJfcl&T«fe 

(3, 5-^no-l-xf/V-lH- tf 77*^-4 — < /V) * 9 J <-;VG . 8 
25 2 g (Ifc* 10 0 %) «r#fc. 
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('H-NMRfi (CDCI3/TMS 8 (ppm) ) : 4. 52 (2H, s) , 4. 16 (2H, q) , 1. 43 (3H, t) 
<#%0i|3 3> 

4 *$-jV- 3 , 5 -&9 n C3 - 1 -rc^/u- 1 H- 1°7 ^©JBft 

(3> 5 -> ^^PP 1 -rcfvV- 1 H — k°7 )/— /V- 4 -^/V-) ^ * / — /K). 

8 2 g (4 . 2 5 V ^;V)(0^i-}Vs.^;v 5 0ml 3 0 'CfC^ip U = 

iHfcu y 1. 3 g (4. 8 5 y**)fran*., ifcisiti 2R#ra»Lfc 0 ej&»7 
sje«sa«:*i!:a^ gt^^-cj*fflLfc 0 mhiiit^mm^^m 

Wi^KD 4 -^n^^fyV- 3,5-^PP-l -:t^yl— 1 H-ify V—)\> 0 . 

9 g OR* 8 1. 8 

(HHHRUt (CDCI3/TMS 8 (ppm)) : 4.33(2H,s), 4.13(2H,q), 1.43(3H,t) 
<###|3 4> 

3 - i?7/l>j-u * f-jV- 1 -p< 5vV- 1 H- f 7 /-/V- 5 ^©Jte 
h@|^a:^/V^^7 1 /V'3 0.0g(180.6? V^MO^^ / 
0 0ml§tof;Vt Kyv^8. 3 g(l 8 0. 6 5 
5ml SrJP 2 BWJpJRfflBfcLfc. SJ&i&m J*ET»*(t**aj£«* L 

t ^-S^m^^m^» T?«f$! U 3 -S^I^p^tvW- 1 1 H 

- bf 9 V-)\<- 5 8 . 9 g (« 3 3.3 %) £#fc 0 

<##0!l3 5> 

5-^nn-3- Vy/Vftn / 1 - } ^)V- lH-fc°7 /u- 4 -# 
N, N-^^SMvKkTS K7.9g(108.0§ U^AOfc, *#T, #3ff 
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5-^ — /l^8. 0 g (5 4. 0 ^ V 2r 

S-fejfe^O 5-^pb-3- * *f-)V- 1 - * 1 H— t?7 V— 7V 

-4-*^#T^?*t K7. 7 g (IRS|S7 3. 3%) £#fc e ('H-NMRflt (CDC1 3 /TMS 
5 (ppm) ) : 9. 96 (1H, s) , 6. 90 (1H, t, J=53. 6Hz) , 3; 93 (3H, s) 
10 <4MF0| 3 6 > 

(5-^po-3 - n ^ f 1 - ^ f /I/- 1 H - f7 y-^- 4 

5-i>un-3 — S?7/I>*P ^/V— 1 - ^ ?VV— 1 H — ylx— 4 — # 
^aRr/U^t K7. 2 g (3 7. O 5 V G> * * S —A* 1 0 Om HW*Otfc 
15 fl^U **ffc**3frJ-hy 7A2.1g(55.5$ j; •t/l') KiP^ .3CfC& 

(5-^pp-3- i?7Act*-* 1 - ^ ?vV- 1H-If7/ 
— 7W- 4 yv) - ^ ^ / 3 8 g 52.I %) £r#fc 0 

20 OH-MM (CDC1./TMS § (ppm) ) : 6. 70 (1H, t, J=40. 8Hz) , 4. 63 (2H, s) , 3. 86 (3H, s) , 
1.. 79 (lH.br) 
<#%M3 7> 

4-7'B^f/I/-5-^PO-3-^7^tP^f;V-l-^f;l'-lH- 
25 (5-^nn-3 - i?7^to * f-jV— 1 - ^ 5vV- 1 H- bf 7 /W— 4 
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/V)-^^/*-/W2. 0 g (1 0. 0 5 y^/V)<D^9vWr— tvV5 0ml 

i o «cku&*p u =#wt y >i. o g (3. 5 =: y ^ox., nnat-» 

5 4 - ^ ^ f 5 - ^ o B - 3 - ^ f /V- 1 - i 

6 g(Wl 0 0. 0%)£#fc o 

<##0IJ3 8> 

hy YTjVtM h^5.^/^T±^—/P5 0. 0 g (3 4 7. 0 $ V 

10 ^/l-) ©^^;-;l/8 0ml», t Ko^7^Sii2 4, 1 g (3 4 
7 . 0 5 y , * l 6 0 m 1 £?jnx., TkftT, 5 0 h y 17^*^ 

8 0. 0 g (1. £$iTWb 0 ^T^7^^fi-C?6NFra^#Lfco 

®*Uai££r^WU hy^/v^-nT-fehTyWxt K^i/A^-r 1^- h 2 4. 
15 7 g (W3 8. 0%) 
<#%#J3 9> 

hy 7/VtP7-fe ht Kodrv'^^n? Kx-f^b©it 
h y 7/Vtnrt bT/Vxt h 2 4. 7 g (1 3 1. 7 $ y 

ON,N-^f/V*M7 5 K5 0ml», *&T> N-^P^dft 
20 <gH^K3 8.8g (2 1 8. 0 5 <DN, N-S^/UtM^T $ Kl 2 

7V*D T-fe h t Rp d^*^ /I^p 5; K^-r U- h 3 3 . 3 g (M 9 5.0 %) 
25 £#fc 0 
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OH-NMRfK (CDCVTMS 6 (ppm)) : 9.30(1H, s) 
<###|4 0 > 

4 -zcy^^ j^=.jv- 5-*^/\<— 3 — h y ^vW y^-y-y— 

5 T-fe 7 g (5 1 . 3 U ^) ^y-/P8 0m 1 t 

!7i»y h^r^K2. 8 g ( 5 1 . 3 5 y Sr*fl^. tK^Ts M)7/Ptn7 
ir b t Kn^f-i/^/f /V^c $ K^— T h 5 . 0 g (18.851) ^e/P) <D* ? J 
-^20ml»Jptfc, ^mx*3^m#Ufc e E£J&#rr^> «iET«SK«re 

io m**^ is ? ^~enm ufc 0 mzTmrnzmiz u ^ y # ?/i>* ? a 

)|fci|£l@<£ 4 — cc. h^^yVJffcn/V— 5 -*=f-tv- 3 — h y 7/Vta^f;W y=¥ 
•y-y— ;l/2. 9 g (W6 9.0%) £#7J: e 
CH-NMRM (CDCI3/TMS 5 (ppm)) : 4.36(2H, q), 2.77(3H, s), 1.37(3H, t) 
15 <##0!l4 1> 

3 - h y ysv^-u * <fvw y^r-y-y— a— 4 -r^f/V) ? / — 

TkmkV AT;V^7 AO. 1 6 g (4. 2 5 ^;V)OTHF 15mlijS 

20 ydf-y-y— /^o. 9 3 g (4. 2 s: u^othf 1 smiSJifcSrifc^icaii*.*:. 

U ( 5 Tv*- 3 - h y y;v*v * ?vwf y*c^S—jV-4-4;i,) 
25 -^^/-/P0.5g (l&*6 0.0%) £#£: 0 
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ftHMRtt (CDCI3/TMS 5(ppm)) : 4.60(2H, d), 2.54(3H, s), 1.66(1H, br) 
<#%0»4 2> 

m 

( 5 -y *f-)V- 3 - MJ y 5vW y ^f-/— ?\>- 4 -- f /V) -y y — 

A'0.45g(2.5$y ^/V) CDv^fvKn-- r/V 10ml 0 tJfcftft U H 

*fct>//0.2g(8.95P SrJnfcfc. IIT' 1 Lfc. E&**7«, 

llfci, ^7K«K-7^iX!>Ai?fe«IU7to «ET»*M*U 4-yp^y 
fvW- 5 -y 3 - h JJ y fVW y dr^^-/PO . 5 g (W 7 4 . 

0%)£#fc o 

( l H-NMRiD (CDCI3/TMS 6(ppn0) : 4.31(2H, d), 2.51(3H, s) 
<###J4 3> 

(5 d p - 3 -y fvv-W y^T/-^- 4 -^/v-) -y #/—;\s<DWk 

7k^fty^r>AT;V^ = ^A0. 4 2 g(l 1. 0 5!)^V)OfTHF 1 Oml 

Wic, -3ott5-^oD-3-^ 9vw-> r y^ry-^- 4 

^sx^2. 0 6 g(l 0. 0 5 U^)(OTHF 1 0 m 1 jfiJftlTL, HfcR 
*£TMfcM«#Lfc 0 S^Ta^m, »S»»fc|»^^ftlD*fc« x Tic* 

^n-r hfyyj-VffiUU ( 5 - ^ o p - 3 f;V-/f y f 7^- 4 - 
/-frl. 5 0 g «$9 1. 5%) Sr#fc 0 
<#%0>J4 4> 

4 n p y fvV- 5 -y p p - 3 ~y fyWf y?7/- ;V0ftj£ 

( 5 - ^ B p - 3 - ^ f y f 7y*-^- 4 - 4M-*fi/~A'l. 50 g 
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(9,15?!) <D?uv 10ml ^iST^fc^—yV 3 - 2 6 g 

( 2 7 . 4 4 5 y srip*. 3 mmmn vtc a Kfc»Tmm* mj£Tmm&9& 

U 4 - ^ P B 5 - ^ P D - 3 - > f yf 1 . 6 7 g (i|X^ 

<###|4 5 > 

4-FP7;l/tn^^=='f^ 4. 6 g(2 4. 15 !)^)©N, N-zS^ 
5=-/W}vW>.T 5; K7 Oml », MTk&mijy £A6. 7 g (4 8. 6 5 ]) ^JV) , 

3 ^it^^6. 9 g (4 8. 6 ^ y%/v)^nxi. M-ei 2mmmw\^tc 0 sra* 

TlttMK RJE&»«4r7K^^s ft^f^ttllfc. #fe*bfc**WiSr*3sJ: 

7 7 g 5 6.1 %) %#fc 0 

('H-NMRlt (CDCI3/TMS 5 (ppm) ) : 9. 11 (1H, s) , 8. 92 (1H, d) , 7. 6 
4(1H, d),3.99(3H,s) 
<##0!|4 6> 

(4- hV •7fV^n^ s f-fV\fy^-z-" < }V)-*& ;—>v(n>^fe 

TMUby^AT/V? — ?AO. 3 7 g (9. 7 5 y^)©THF lOOml^ 
#?£t-5 0*CK:^£PU 4 - h y 7/^n^^==r^>'^^/^^7 i /P2. 0 
g(9. 8 0^;V)(OTHF3 Oml»^>o< 9iTU XlC- 5 Otre 3 1$ 

SrflQx., ??*U*&<flt#Ufc D fiDS3R£4fc«:WGE3iaU 6»«rft»^^*C*ll 
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]) i?y- 3 ->f ;v) * ? J 0 . 6 g (» 3 5.3 %) Sr#fc„ 
('H-NMRft (CDClj/TMS 5 (ppm) ) : 9. 00 (1H, s) , 8. 73 (1H, d) , 7. 51 (1H, d) , 
4.95(2H,s) 
<m®\4 7> 

3 * fjv- 4 - MJ 5vvtf y $?V©SBt 

(4^y7/l^n^/Hfy^-3-^)^/-/l^ 6g (3.45:y 
0) 5 0 m 1 mi&- 3 0 t Cfc?&£p U = £{b !Jyi,4g 

(5. 2^y^)Sr^ IfcSlTJl 2«»L7t 0 KfclTTaBMk EJfcg 

^f;U-4-b!J7;WtOf/Hfy ^0. 6 lg(t$7 5. 3%)£#fc 0 
('H-NMRfit (CDClj/TMS 5 (ppm) ) : 8. 88 (1H, s) , 8. 73 (1H, d) , 7. 54 (1H, d) , 

4. 63(2H,s) 
<#%M4 8 > 

5-/n^-4-t Ka^i/-6- ^y 7^n^^7Wt°y 5 '^©«3t 
4-t - hy 7/V^-o^^/Vfy 5: i^/4 9.2g(300.0^y 

**)©B«6 OOml MIC, mUX'teTmm- h y *A 7 7. 5 g (9 4 5. 0 S 
U^AO 35fc4 5tf0S»ai5 0. 3 g (3 1 5 5 ]) £ 

#Lfc&, !>^t?*a»Lfc. IWET«fiKSrS*U nm^n — . 

^^•ca^u 5 -^»*-4-t Kn^^-6-hy 7/^np{^vtry 
^3 8. 9 g(lfc$5 3. 4%)£#fc„ 
<##094 9 > 



WO 02/062770 PCT/JP02/01015 

249 

4-t Kn^>>-6 - by znv^-u * f/Wf V ^;^2 4. 3 g 

(i o o. o syoeM&ttM&ikyisi 8. 5 g (i 2 o. o s; y ^Mtemmz^ 

1 0 0«C"C2li#IHHfc#Lfc. SlSKTMtt, R*«HK«r**fc*»i:*>»t^nn* 

T»*t3RU % 5 -^n^e- 4 p p - 6 - MJ 7;^a ^ ^vt° U 5: 
1 . 5 g (ft* 8 2.4 %) 
<#%#I5 0 > 

10 5-^Pf^-- 4-^ hdri/-6- Ml7/l/tn^f^fy 5; ^©SS^f 

4-^nn-6- hy ^/v^n^/Vtfy 5^y2 1. 5 g (8 2. 

25 y^e/^o^^y— /ui Q0mi», &*&t***-m> h^ki 6. 

7 m i ( 2 8 % ^ * j —;^m&. 8 6 . 4 51 y Sr An Ufc 0 S^J^T^ 

h y 5vW fc° y 5 v^V 1 9 . 2 g OR* 9 1.0 %) <Sr#fc 0 

<#%0!|5 1 > 

5 - ^P^&- 4 -x h^r^- 6 - h y 7^P^ ^/PfU ^ 
20 5-7P i f-4-^Dn-6-M)7/l'tP^f/l't , !;^i?y3.0 0g(l 1. 
4 8 5 y ^eA-)Ooi*/-/V5 Om lflBSfc, aftC*- h V «7A:c h^r^KO. 9 4 
g (1 3. 7 7 3; y -e;v) *1mx.W;W Lfc„ MJETMSrW* Lfc„ 

25 •Z>yjVjj=7J*?u~7 h^^7^-T'*SMb5-yD^e— 4-^ hy 
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7;vjrn fyn? y 5 v 2 . 4 4 g (« 8 2.9 %) £#fc 0 0 
<#JW!B 2> 

4- y h^i/-6- hJJ7/V^-n^^/Hfy Si?^- 5 -tf/l/tfT/V-r fc K<D 

5 5-^^-4-^ h*f-6- yyv/vHrut^Aty? D **jyi 0. 3 g (4 
0. 0 5H;V)Of F7t Ko77^1 OOmljfiSfc, -6 5~-6 OtTn- 
^7VU^!7A3 0.0ml(1.6mol/l 8. 0 5; y*- 

*)&lfc*teSnjfcfc3K 3 0^a#U, JEfcRSlfT?, «at^3. 6 g (4 

8. o $ v*s\<)%toz.iL®s mm.mx*3tiFfflmtLtc 0 Rrif»»**«t»fcarffl» 

4-p« 5$>"X-5-;fr/l' 
Kl. 3 g (Wl 5. 8%) Srftfc. 

('H-NMRft (CDCVTMS 5(ppn0) : 10.41(lH,q), 8.98(lH,s), 4.18(3H,s) 
15 <##0ij5 3> 

5- 7*0^-4-1 h y 7/V^-n^^t'y $^>5. 7 6 g (2 
1.3^y^;V) (DTHF2 5 0ml^Sr-7 8 < Ct?^JU n-i/fyvyf-A 

20 2 2 . 6ml (1.6mo 1/1 n -'vfrf-Vfcft 3 6. 1 S V t/U) £jgTU 
4 0^(f5a#Ufc„ *rm*?-A>2. 7 g (4 5.1 5!)^) febd*., K{C1. 5U# 

m ufco ft&nfcirai urn ^ bfc. 

25 ^ty-^if/H|^|)^gL s 4-xh^e/-6-hy77^P^^/W 
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tr V 5: 5 -*/H?.7A^fc K 3 . 8 2 g 0W8 1.6%) 

OH-NMR^it (CDCVTMS 5 (ppm)) : 10.41(1H, s), 8.95(lH, s), 4.63(2H, q), 
1.48(3H, t) 
<##0!|5 4> 

4-^ h^ri/-6-MJ7;^o^f;Hfy $ 5 -tf^tfTVi^fc Kl. 
3 g ( 6 . 3 5; V ^)(D^ * / —/V 3 0.m 1 ^(C, Ifi1?**fl5* h V & 

A0.24g.(6.3§P 3 HfrMflK* Life. R*fc|*TflttB8K 

y-5-^f^)-^^/-/W0.42g «$3 2.1%) £#7c 0 
('H-NMRfit (CDClj/TMS 6 (ppm)) : 8.93(lH,s), 4.81(2H,s), 4. 13(3H,s), 
15 2.26(lH,br) 

<#^J5 5> 

<omm. 

ibMfc-fop^-r h y !>ai. 7 g (45.7^ y^/v) <o*$ /us omi^t 

20 (C s 7k^T> 4-^h^r->--6- hy ^/M-n^fvVbTy 5^-5-^*7^ 
Tt K3. 82 g (17. 2$y^r/V) ©^^;^5 0ml^JBl HfclOt 

$££©5feU (4-^b=¥e/-6- by -7A'*u*7'A'\? y 5^V-5->f/V) - 
25 ^^/-/W3.77g (W9 7.8%) S:#fc 0 
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( l H-NMR{fi (CDCI3/TMS 5(ppm)) : 8.80(1H, s), 4.81(2H, s), 4.59(2H, q), 
2.28QH, b), 1.48(3H, t) 
<###|5 6> 

0.42g(2.02$!) <Dt n n 10ml tifttlKs M^mtJ-Or-fr 

1. 1 9 g (1 0. 1 5 v *;i>) mim& Ltc 0 Rjmrmmt. mmrm 

0. 4 5g £#fc 0 
<&%M5 7> 

5 -r/n^;* fv!,- 4 -31 h v-- 6 - h V ^/Ptf y 5 i?y<DW& 

3. 77g(l 7. O^y^/^O^^/V^-T/VSOml^^OXJtC^UH 

^b<9A/2.og(7.2?y ^/O $r?)nxfc 0 *mt» 1 4 ^ 

Ufc 0 $JEETM£©*U 5-7*n^fyW-4-:n^>-6- MJ7^P 

OlHWRtt (CDCVTMS 5 (ppm)) : 8.79(1H, s), 4.61(2H, q), 4.55(2H, s), 
1.49(3H, t) 
<#%^J5 8> 

4 ^/vtr y 3 -<<A')*9j—a*ow& 

fc^itV'ft&T/l'^-t&O. 4 g (1 0. 0^H;V)Ofh7t KP77> 
3 0ml»fc -6 5" — 6 O'tW^vl' 2-^P-4-^;^afy 
Rl. 9 g(l 0. 0$ y*/V)©THF5. Oml»^*ldnifc^ 3 0&H8 
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ill, (2-^Po-4-^f;vtf y ^-3-^;v)^^-;i/0. 6 g (iRa|8 
5 3 8.2%) 

('H-NMRffi (CDCI3/TMS 8 (ppra)) : 8. 19 (1H, d), 7.08(1H, d), 4.85(2H, 
s) ,2.49(3H, s) 
<##0|]5 9> 

3 -Tir^vV— 2, 5 - n n^^-^oc ^<Dagi£ 

10 3 — Tir^VV— 2, 5 — Pnf^7xy5. 0 g (3 2. 4 5: U*;V)0^nn 
^ 5vvy ^Vl^— 7VW2 6ml(323.05;y ^vV-)*gi£{c:, tK^T 1 0 , Ct?<DEg 
tftf^y(2mo 1/1 ^pp^« 3 3ml (6 6. 0 ^ V ^/V) SriiST 

3-7^-4-^0^^-2, 5-i^ n pft7iy2. 6 g 0M& 3 9. 
7%) «r#fc. 

OH-NMRlft (CDCI3/TMS 5 (ppm)) : 4.70 (2H, s), 2.56 (3H,s), 2.54 (3H, s) 
20 2.39(3H, s) 

<#%0)J6 0> 

3 - Zf o 2 - zf o * ^ ^vW*^ y 7 9 ^<A$g5i 

3 -7 , o j e-2-^fMy % /77^2. 8 g (1 3. 3 5 y^O^/^no 
^<^if^3 Oml^ N-^o^a^^f ^ K2. 7 g (1 5. 3 ^ y^r/U)& 
25 tfT;/tf;W y^pn MJ/V0. 4 g (2. 7 5 JJ^/WfcJDjfcfcfl^ 8 0tt3 0 
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$7 9.0%) lr#fCo 
<###|6 1> 

1 p< 1 H- fc"7 /V- 4 r-^yV^i/^ai^vlo^TVl'tf) 

1 H- lf7 /-/I'- 4 - *;^y|Jif /H^f/l'S . 0 g (2 1.4$ V^M 
©N,N-^f;l/*MT^ Kl 0 0ml», BMM* V £A6. 0g(4 

3 . 5 $ y ^-/^) ^dxl, ^ d n ^ ^ y&Rfefemiz.<!k%j&^ 1 3 o ~ 
1 4 oicT3^w^tfco Ba&mT$m&, BLfo®m&7k\z.&.g. mm^^v 

$ Lfe 0 jHcjETi§«&* U i/V* y^n^rVCfyy^-mm 

P^^VV- 1 H-l^7y*-/V-4-^^#y^ac^ai^7 1 /H. 6 7 g ($$4 
1.0%)£#fc o 

('H-NMRffi (CDC1/TOS 5 (ppm) ) : 8. 32 (1H, s) , 8. 04 (1H, s) , 7. 20 (1H, 
t),4.32(2H,q),1.37(3H, t) 

*&m<D$tiffln, [i] T-^ft^y^^^y^gf^n^ 
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5 0 ^®&ft<Dm&m&iz^xn>&mfcfcvxm&mtfnztK &Mxtem?}t 

-rZWr&teO. Ol~10% (Mfi) ^ 0*U<(4O. 0 5-5% (tt) <£>«£ffi 
<«5~3 0% (It) ^ffl^b3iM^(^^j;VN 0 X, 7n7^Jif5i 

m-rs^« N m%hm&kLxi^??-/u%t) 1 6 ~50k g , ^*u<«i 0 

g~l Ok g<D^ffl^bjii:@^^ c }:vN 0 ?L2!k 7K¥P^TJ«7nT^/v^Jt 
-r^^Oi^fc^-C^-t-S^f*, 0. 1~50, 00 0ppm,»IL< 
til 0-1 0, 0 00 p pm^ffl^b5Sl:3l^W^iV\ 
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<mmi) j&m 

ih&to (3-0006)010 mzrt V ir^i/^t vy*t f;V7i=;n-r 

CR3W«2> 7n7« 
fe»ftLfcft^* (3-0 0 0 6) 2 0»**6 9 jKy^iXi 

v yy\ f- vyfc 7 x. -/te—TA'Wam. 4U,^uytnj =t-;]s7MZtt\z.Z> 

1 1 kicv-y mk&Tmms&tm) mm^ML2 o o P Pm 

<l«!l3> 9UM 

(3-0006) ©3 0&k*>>uyb'(y*uy<ot$fkfg&%ii6 ogp x 

*/vt y -/p^K y v-xatr/mf yur y h ©»£4&© i o &£;&d 

\\&® (3-0 0 0 6) ©i o$ s fi/Wk^yY-rj hlrl : 3©#J£-?j!l£ 
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